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(57) Abstract 

Compounds represented by general formula (I), nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
receptor regulating agents containing the same as the active ingredient, wherein each symbol is as defined in the specification. Because of 
having an effect of regulating PPAR receptor, the compounds of the general formula (I) are useful as hypoglycemic agents, lipid-lowering 
agents, preventives and/or remedies for diseases associating metabolic errors (diabetes, obesity, syndrome X, hypercholesterolemia, 
hyperlipoproteinemia, etc.), hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, overeating, ischemic heart diseases, etc., HDL 
cholesterol-elevating agents, LDL cholesterol and/or VLDL cholesterol-lowering agents and drugs for relieving risk factors of diabetes or 
syndrome X. 
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y, 7>^7"b>^ 7-t^7^i^>, if7xii/>, ^i/tKo^y^y, 
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10 f l>7liKnt7^l/>, ^Ji/tKnt7?l/A ^JH:KD7Xl/>, 

KFuyfrtuy, ^JUi Kn7xt>H'0 % ^;Hi Kn7>f7-b>, 
Kn7-bt7f U>, ^JH;Kn7x-l/y, tfv^n^o^^, tTv 

^n^4r«9->, ei/^nA7^> ( [2. 2. 1 ] fcfv* >) , fcf v 

7nt^TA ey;n;t>, lf->*ny#>, T 9 yqtffi&ifbti 
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^xn^tli, l~4i©gfl^ 1 -2«©R*Bi : FiJ Jtir/*fctt 1 
fl©ffi»K J f-&'&tf4~l 8!<7)m ZSt*fctt=3|«tt*St7y--A'£fc 
li * O - » $ # f&fD LfcfeO#*i*L*. 

flffELfc 1 - 4 1 - 2 ffiOBXK?* J: tf/ 1 tz it 1 
20 MWtt&tt 4 - 1 8^mSI, fcti=ai5$;«£5S7 M LT(i % 
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25 ^rty77'-;K *H7y'A tHy7y>, **^7-t: **-9-v 
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'J yt K n \£yi?y, v Kn M 'J * v y % yt Kn tT V t?^ 

10 'J V ^7y>, fh7HKoii'Jvy>, r h 5 K n tf V r v v 
\zYu7?> y f h7^Kn77>, vbKnf^y, fh7tKoi^7>, 
yliKDft7x> N r h7t Knft7x'/, ytKnf7>f> (vHKn 
?-*\£yy) , f h7tKof70 (r b 7 Knf-^kf? >) > Kn 
V-JK f F7l:l«*otW-JK ytKn>f7i^t7-K fl« 

15 7tKD^fyt^tV-^ ytKafTV-ZK f h 7 t K Df 77*- 

AV^iyY^y, yt Kn^y 777 ^-tKn 
^>y*7 5>, yk Kn4 y^'/77 7>, ^-t Kn^f y^>777>, 5> 
n Ko^yyft7x , A ;N , -tKo^y7ft7x>, ycKo^v^yy 

20 ^7x7, A , -kKo^7^>7ft7xy, y'HKD/f>r/HK 

kKo-f>r/-;K ytFD + yjy, f F5bKD^;'J>, /-?-fcKn 
'J 7, yt Kn-fy + y V fl>7t Ko>f y*y V 7, Kn>f 
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y^y, ykKnt7f'Jy^, fh7t Kn t7f 'Jy'A /<-kKnt7 

25 f'Jyy, ytKn#^t'J>, f b 7 1 K n*y >; y „ a- t: Kn * 
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A y KnjJ-*-tv 7 << y YU7-Yyt Yu**4tVT*\£>, > K 
Df-TT-t*tf>> > Knf b 7H KDf77-tflf>, > K nf7 v7-fc? tf 
> N 4 y Knf b7t Knf-r v7-fc?tf>, W > KD7-fc*kf>, >f>Knf b 
•7 Kdt-HV: > N > Kn v7-fe*lf ^ > Knf h 7^ Kn v7-tf t?>, 
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-fc Kn7j;w^/-;K vHKn77Vv>> fh7fcKn7*Vv>, 
VlKn77Uv>. 1, 3->*tn'f>/>, 1, 4 -v* *-»M 

15 (1)4", R2t LTIi, &?£L<(;tC 1 - 4 7)\<*)\<&Xh *) , #fc 

-&5t ( I ) 4\ CycU LTI±, # 2 L < it 



(I) A 1 1 L*n±* fti Kite l-ATfr^uyg-zby)^ # 
CffJKliC 1-27;^1/>S (-CH 2 -I, - (CH 2 ) 2 -^) 

(I) <K A 2 i: LTIi, £F£ L < (2 — 0— 3?"C&&o 




-(J 
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n7*>, *>?n^v*>, v^o^7"^>, 9 s9uJr9 9 

15 y^n;t>, nf* •) , $ Kfti L < {± v 

HK5S; (I) «K Cy c 2t'IipH^fnit LTfi, !fiL<lil- 
2 TOg^M^, 1 - 2 Hokums «t OV * it it 1 1BO«6 jSf^«r^tr 5 
- 1 0M<DMmitc&-W&&BW7')-)i>Ziz\iZO~Uitzi*&mm%\ 
20 Ltzi><D-?$>t), X fjjff L< Ii7 7>, ft7x>, t?'Jy>, *y"V>, 
fTvTy-;!' (l, 2, 3-f7??7/-^) , t^7V>2£liv**^ 
>f>^> (1, 3-5>*3MM -C*^ HCfftLdiyt^'f 

(1, 3 

-*A (I) «K Rl?SEfc3*i*J**8IU:LTtt, $J£ L < liC 3 ~ 1 00 
25 ^S^li-^K^-C* 0 , J:*)#2L<ttv*n-/nA?^ y^7? 
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2, 3-^TvTV*-;u) , ^r/i'itllyW'f (1, 3-v 

**-»M L< \±*TVTV-A> (1. 2, 3-f- 
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*»WKi5V»-C, PPAR£##$iJ®#Jtli, PPARSSftoa, 7lL 

-t^Xi^-t^o WlWfcfti: LTIi, iff L<ttPPARS#^«S!lilJ»^ 
PPAR$gfr(JIWk PPARS§fraa+7aiW«l»k ifcl±PPA 
15 R££fc Sffil»S!|-e* 0 , L < ti P P A R£## «I+7l 

wtpsu tfcttPPAR^ mwmxh h o 

ttzs PP ARSS#W»«ICtt, PPAR$g#7^ hSJtfPP A 
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£ W£L<liP PAR£##<* 127:^7. K PPAR^^i 
20 7n^h, PPAR»aI+7l7n^h, JtliPPAR^a 

YX$>t) y #K$fiL< JiPPAR£$#a&+7S7=^ 
X K ££liP P AR 5M7=T-X 

-«* (I -a) 
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S £ i^^^-^WT^i? Kf£j£ L fc. t ft , PicaGene Basic Vector 
20 2 (Maa^s, jjC^^tt, # * n ^ No. 309-04821) £g#f§S^ * ~ L 

Ga 1 4Se<5DNAe^«, l#Bfr<b 1 4 7#E£?©7 3 /KEfl 
£3- K1-<&DNAT*fcfc hPPAR a, 7 i 1z\t£ffl$(D *) # > Klfrfrfll 
25 & £ 3 - K * h D N A J& ? 7 P - A 3&*£ 9 i -j U-g- L T , PicaGene Basic Vector 2 
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Lfc**?5&7& t $rtKJ§£1-'<<, fcr-PPARa, 7 ttiit $ £##*>'J 

ify KlfrfrWfcOT ^ y S V - 4 0 T-antigenS*©«^fjv T^*, 

Al aProLysLysLysArgLysVa lGly (EBHM- 2 ) * 

5 LT, >f >7;ux>-9-*<^/\v^;i/^^>ihf h- 7\ TyrPro 

TyrAspVa lProAspTyrAl a (E99#^ 3 ) HiR^lh^ K 

nhPPARa, rttzus u ay m&mtitt Lxm^tzffi&M 

tttUfrli, R. Mukherjeek (J. Steroid Biochem. Molec. Biol., 51, 157 (1994)#BB) „ 
10 M. E. Green h (Gene Expression., 4, 281 (1995)#$0 , A. Elbrecht<b (Biochem 
Biophys. Res. Commun., 224, 431 (1996) # M £ tz \± A. Schmidt^ (Mol. 
Endocrinology., 6, 1634 (1992)#JS) KfBffcS fltz thPPA R 

hPPAR a U^K*****: S e r^-Ty r<« 
15 t: h P P A R 7 y )if> Ylfc&m. : S e r H6-T y r 4 ™ 
hPPAR£ V K*S£«J* : S e ri39-Ty r 44i 

(fc hPPARyif^, H h P PAR 7 2^#"C{iS e r 204-T y r. 506 
fcffliSU 3L<W\t&mm-ZhZ>o ) *3-Kt4DNA*«fflUc Sfc, 
£$lE^tctt1- — T^<, PPAR'J^/ K»-MM**&*L 
20 JtGa UgfiODNAe^*, 1 #§ 1 4 7#g J "COT * ^ $?E?lJ 
<0*£n- Kt&DNA££t*S&S^?-&#^-CP3§gL£o 
2) UPPARa, 7 ifcli^fft*l^>7x7-lf7^'f 

=J»-T-^^^ (DMEM) C+l&jBJflLM (GIBCO BRLtt, 
25 ^ No. 26140-061) 1 0 «fc ^ KjfobD U S & K&iftK 50U/ 
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m 1 <Ds<- v<; >GtS0p g/m 1 <Dffi&Z Y U7 h v 4 * >£2jDx.£Jt*fc 

U#-*-atfi3P, G a 1 4 -P PARf&£^**-4>ffiDNAfc1&±*IJ|& 
W^SA** r-7>*7x*v3 «£¥*i>l Ocm dishK2 X 

JftlOml £flnx.£. -atfg^-l 0^ g, G a 1 4 — PPARM^ 

* 9 -0.5// g tUpofectAMINE GIBCOBRLtt, U 9 n ^ No. 18324- 

012) 5 0^ 1 * i < rlfO U ±l£iggdish«Jjn L£ 0 37 5-6 
8#RB!wlt> 10ml Oj&0r4^Blfil7f (GBCOBRLtt, * 9 No. 26300-061) 
10 2 0 tfifcUDx.*:. 3 7r-C-!ft«Lfcft, *fflJ&£ h 'J 7*s>&W. 

iZX-oXfrWiZ-t, 8000 cells/ 10 0ml DMEM- 1 0 %it*flfiLM/weU(7)jM 

«JK^2f&ftE*#tf*|&^l:^ODMEM- 1 0 %2*fJflL*»ffi 1 0 0 
^ 1£«JL£ 0 3 7t?4 2B#ra£gU ifflJBt»»S^ ^C^ot^ 
15 v 7 x 7 — tffttx£SJ5e L fc. 

PPAR hffittKMLTtt, PPARfl CWLttti:^'>7x 

7 — vMx=?<omw-*fsmfr? i * NMswiflfl:*** >r * v > (Ear. j. 

Biochem., 232, 242 (1996) ; Genes & Development., lfi, 974 (1996)#J80 1 0 n M$= 

20 *tffitt*|E2 1 K^L£ 0 

PPAR 7 7^-7, hflHttClHL-Ctt, PPAR 7 »C*tLT**KA'">7 * 

IBtt»J8Wfr£*& h n ^ 'J * 7~> (Cell, 52, 863 (1995), Endocrinology., 137, 4189 
(1996)£ X V s ]. Med. Chem., 22, 665 (1996)#B3) 1 0 jx WfcmW^ v 7i7- 
25 -fe*?Stt£l.0£ LJt t IO*IS^fc^!»l.0^M«SiDl^Offl*tiStt*^2 2 K,t 

PPAR 8 7*-* hf&fxKMLTIi, flte»*«fcv»8j^**i6taL 
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^2 1 

P PAR a 7^-^ hrStt 







mmm2 (5) 

XltM 2(11) 

nnm 2(12) 


2. 1 

0. 8 

3. 2 

1. 7 


^2 2 

PPAR 7 7=r-z 






' nmrn 2(12) 


1. 4 
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%2 3 





its (nM) 
0 1.0 10.0 


MMM2 (2 2) 
Hifc*9 2 (9 3) 


1.0 9.3 6 6.7 
1.0 3 6.1 5 4.7 
1.0 11.9 61.6 



$ffiCKAy/Ta^* ( 1 » 7 E) (M3 5~4 0g) TAWf^ ft 

5 1 SP^fl^tt 3 H WO»*IWCO«<kfl**ff*V\ H&fcP£&Lfc 0 
HI*Hft£B (OB) > M^isJ^WfltH (HJ^V-b>; K (TO 
11) fcaWtlWtfcfffc^x SB «t 0 2 BH, *S&$tt£«0.03% (w/w) 
#trSg*k 6 L < ^T^OW L£ 0 SrHT 3 B i 013 : OOK^ifii* 

ff4v\ «HI, TGte*«!l5£Lfc, *S#*^2 4 Ki^o 
10 > fn-^ , *&9§ft*M (0.03%-fk^«r^tr»*®ft) 



S2 4 





M1I (mg/dO TCH1 (mg/dl) 
3B 3B 


a y Y u — ;u 

£16*9 2 (1 2) 
r!H38.9mg/kg/day (»JHB) 


495 ±35 558 ±107 
214±19* 221 ±66* 



* : p<0.01 vs n y y n - )V (1 Sf7BE) 
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*ttSD?yh (1S7E) * 6iItfr?Aflr&, y>W-y'Ct, if 

%Rn^B (OB) 9:00KJIi»^£>»U Jft^fllS (hV^U 

5 -trV K (TG) tt) > (NEFA) % In^fo-^ (TC) ft 

fcJ:a##»t«:*Tfcv\ #/<5*-*-©»WSI**/hRfcLfco ^0> 17:00 
K ^f&^Hfc^ £0.5% :*ni"K * v * f - /H: ;un - * (CMC) 7KM^T?#^ 
i&n&4U ran#KKK3 u*ru-/i,£ (^_,ux<; crf-i&* 

^^5.5% t°-f"7ffi, 1.5%3l/XfD-JK 0.5% 3 - £ L£ &<7?) 
10 fcftLfc, 

£l*6fltel Bi9:<X)fcJ£»IIR^**TfcV\ *$§BJHfc^&#&Olfo*jIg 
(T G> NEFA, TCft) £S!l5eL£o M*^^2 5tc^1- 0 
ft£*tt 1 0mgX3/k g/daytN£P&4£*T&c>£o Sfc, m&Afin^ 

15 v^iEfc^ftfc^o^o 



^2 5 





TCffi TG^I NEFAli 
(mg/dl) (mg/dl) (jiEq/l) 


^WJ2 (12) 


188±5 147±9 489±66 
70±5** 100±14* 178±14" 



* : p<0.05 vs 3 > b u-A, (1#7E) 
" : p<0.01 vs n y Y n (1»7E) 
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5 mm 

nuts; (i) ?7F j £tiz>*%mt&®, *tth<D#m&&> &£vt*tLb<D 

10 fliJflitt^Jg^O^Kf^i^/S^ttr&^J, HDL:?!^:rn-;u±#f.$iK 
ft feOjjcjffl«M±i|#fc P P A R a 7 =f-* hflUliJ J: £tt P P A R 7 7 =f 

ko-ax, «3i/^fa-^ii, * , ;#sajiii^O'ftif***jfe, ajb 

HDL3UZfo-;V±M, LDL uV*TU-fr&£TF/*tz\t 

tit, (i) -e^$^^^0^t^> **ie>o##tt£, sjome- 

a^OTKfOtlliP PAR 5 7^-^ h^fflSr^TLTv^feio, HDL 3 l/^f 
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mm 

(i) -c^§*L4*5&wft^«, *<n$m&v&s mtm&s ttm 

^St> ttfi> £#U »r^i:J:!)Ii 
J&A— A*fc»K l@twO§, l mg frb 1000m g O^H^C, 
1 0 lH^fe»IH«PS4$*i&^ Jfctt)SA-A^i), l@icoi % o.i 
mgfr&lOOmgOWrc, lH10*»fe»HI*«Ptt4 (»*L<tt, » 

So 

as* if. *ftpj£#-©fc*oa«*i, mm, mmtLxm^btiZo 
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: <mmm (r^t^y®, r^^y^ym^) 3?t&&zn, ntftK^oT 
mmitLxm^hfiZo ztz, £^zx*) yym (&m, **7*y, 

mm. m.mm. st«> -mm, mm. %m\. mmm*^ 

LTv^T i> X v> 0 

20 ^ y&. 7^<9^>H6, u b 8 0 (W) 30 , S®^J< 

ITfcfcJ: Oftk*$*i*nffl««l, WLJJFk ^l/ 
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^m^mtM^mm^w. 2mm ^jsj: 0^3*3,095,355 ^zwi 

5 <i2tc?*vcv>£ 0 



15 S^^IJ 1 



20 3 — t: KD^y^vXT^ft K (2 0g) , * o n J ?-;kx-x ;W 

(25ml) £ i tfSM V fc: ;l^-f-;U7 5 > (114ml) Of h7HK 
D77> (300ml) jgffit Mfifc-C 1 Lfc 0 * 

25 S^fcv'J *W5A^n7h^77-f- (a^> :ftgxf ;i/=2 5 : 
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1) tfflSL, TIB*ttfl[*^'t**«k'&* (2 3g) *f*fc. 
TLC : Rf 0.65 (^*V-> ! ff=B*.x^;l/= 3 ; l); 

NMR (CDC1 3 ) : 5 9.98 (s, 1H), 7.42-7.56 (m, 3H), 7.30 (m, 1H), 5.24 (s, 2H), 
3.50 (s, 3H) 0 

mm 




10 

*5lHb7>i'$-*A V-^tfA (690mg) Ofh7tFo77> (60 
ml) ■?fS£Lfcft£-» (3.0g) Oxh7HKD77> 

(4 0ml) ?§«JPx., Mfi-C3 OfrlWt#L;fc 0 RtES^*«[tc|Sft«K 

15 WsU, ^@fe^y'JAW7A^D7h^7-f- (^*"9->:&$ 

■xf-x/=3 : 1) -e«KL, TfB»ttttfc^1-*«»n:£4& (2.5 g) *&fc„ 

TLC : Rf 0.39 (^^-9- > : gj=&^?-;l/=3 : 1)1 

NMR (CDCI3) : 5 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.70 
(d, J = 6 Hz, 2H), 3.50 (s, 3H), 1.75 (t, J = 6 Hz, 1H) 0 

20 

3-^ h^rv^>v;V7*D^ K 
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##W2TSatL^'ffc^ (2.48 g) £ «t V b V 7 7 ^ ^ (4.64 g) 

<^f|^ V > (1 5 0ml) ftttfCB9JlfcftX (7.34 g) Zmt., g£?3 0 

»8iffl/=5 : 1) -CflfKU TfEfcttllfc^l-afcSfl:^ (4.41 g) 

TLC:Rf 0.71 (^*"9"> : gfc®xf-;i,= 2 : 1) I 
10 NMR (CDC1 3 ) : S 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.45 

(s, 2H), 3.50 (s, 3H) 0 



2 - (3 b+v^ ^->7x-wfm) gfc& • ^fraf^ 

15 



##W3-CS&iiL£fl:3^ (4.41 g) , f-*^U3-^K^f-JU (l.5ml) , 
'J 7 A (2.45 g) iS-fctfa-Mk* "JfA (2 5 Omg) <DT* V-Y V )V 
20 (5 0ml) «»tt*3B#ra««ELfc. £J£rI-£M£5SU %iK*ai»L 

5:1) -C»«U TlB»tt«**t**«<k*« (2.81 g) 
TLC : Rf 0.57(^^> :ftKif-;i/=2 II)! 

NMR (CDCI3) : 5 7.25 (t, J = 7.5 Hz, 1H), 7.05-6.90 (m, 3H), 5.20 (s, 2H), 3.80 
25 (s, 2H), 3.75 (s, 3H), 3.50 (s, 3H), 3.10 (s, 2H) e 
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2- (3-tKn + y7i-;MfW) ftR-^f-^Wr^ 



##0I4-CRi£Lfcfl:'&» (2.81 g) O^;-^(20ml) i&ifctc 4 N- 
SR©^**-^^ (1 1ml) Zm*., m&-?3 0«^L/: o 

&®o.^;p=5 : 1) -CflHRU TlB»tt***'t*«mb'&« (2.16g) 

/Co 

TLCrRf 0.45(^^r"9"> ! Ki?x^;i/=2 : 1)| 

NMR (CDC1 3 ) : 8 7.20 (t, J =7.5 Hz, 1H), 6.90 (d, J = 7.5 Hz, 1H), 6.85 (d, J = 2 
Hz, 1H), 6.75 (dd, J = 7.5, 2 Hz, 1H), 5.05 (s, 1H), 3.80 (s, 2H), 3.75 (s, 3H), 3. 10 
(s, 2H) 0 

mm \ 

2- (3- (4- (4-^^7x-Jl/) 7 
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fc#«5-«itLfcfl:£* (0.30 g) «<fc>f-U> (1 0ml) (ML, 
2-tKn^y>fjV-4- (4-^f;i'7x-;i/) fT'/-^ (0.34 g) 
O f b'j7x-;i/*77-f > (0.44 g) £iJDx.T, Sfi-C55MBtW* Lfc. ££ft 

5 r -ry^*^**-;^^'; v> (o.56g) £finx.-c, sa-e 

llft«L£„ gJS K v x ^ - -f ;u £ in £ , %jfiL<:. 

- (^4r-9-> : ft»xf-;u=i 0 : 1) -CfflNRU TS^ttft 
10 ft^tf (0.51 g) £f#£ 0 

TLC : Rf 0.56(^*-9-> : ^xf-;l/=3 ; i); 

NMR (CDC1 3 ) : $ 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, 1H), 7.22-7.30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.39 (s, 3H), 

15 mmi (1) n 3 7) 

20 tttwi (1) 

6- (3- (4- (4->f^7xz^) ^ T >/-;u_2 h^rv) 7 
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H 3 C 




CH 3 



TLC : Rf 0.75(^^-9-> : ft^?x^;l/=2 : 1); 

NMR (CDC1 3 ) : 6 7.48-7.66 (2H,m), 7.43 (1H, s), 7.28-7.10 (3H, m), 6.88-6.72 
5 (3H, m), 5.41 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=8.0Hz), 2.39 (3H, s), 2.30 (2H, t, 
J=7.5Hz), 1.74-1.46 (4H, m), 1.45-1.16 (2H, m) e 

5- (3- (f7x-^-4-^M h + y) 7x-;U) ^>*>Bfc- 
10 X7>f ^ 



TLC:Rf 0.57(^^-9-^ I ftS?if;V= 4 I 1)1 
15 NMR (CDC1 3 ) : $ 7.30-7.62 (m, 9H), 7.20 (m, 1H), 6.77-6.83 (m, 3H), 5.08 (s, 
2H), 3.64 (s, 3H), 2.60 (t, J = 6.8 Hz, 2H), 2.32 (t, J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H) 0 

mm L3J 
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4- (3- (tf7i-;i/-4->f;M h*v) rr/^->f;i/i 




TLC : Rf 0.65 (^^-9"^ : SIKxf-;i/=3 : 1) ; 

NMR (CDC1 3 ) : $ 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (m, 1H), 6.78-6.87 

(m, 3H), 5.09 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.33 (t, J = 7.5 Hz, 2H), 
1.96 (tt, J = 7.5, 7.5 Hz, 2H) 0 

3^01 1 (4) 

4- (3- (4- (4-^;V7xx;l/) ^7 - 2 - << )V * h * v) 7 



15 




TLC : Rf 0.59(^*-t> : &$xf-;i/=3 : 1); 

NMR (CDCI3) : S 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.81- 
6.87 (m, 3H), 5.41 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J = 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7.5 Hz, 2H) 0 

4- (3- (2- (5-^f^-2-7x-Jl/tW-^-4-'f;l') i h 




TLC : Rf 0.39 > : S|[Xf;i/= 3:1); 

10 NMR (CDC1 3 ) : 5 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7.17 (m, 1H), 6.72-6.77 (m, 
3H), 4.23 (t, J = 7.0 Hz, 2H), 3.66 (s, 3H), 2.98 (t, J = 7.0 Hz, 2H), 2.60 (t, J ■ 7.5 
Hz, 2H), 2.38 (s, 3H), 2.32 (t, J = 7.5 Hz, 2H), 1.93 (tt, J = 7.5, 7.5 Hz, 2H) 0 

mm (6) 

15 6- (3- (2- (5 2 -7xi^W-*- 4 




20 TLC : Rf 0.51 (^*"9-> I gfcB£i?-;U = 3 : 1 ) ; 

NMR (CDCI3) : S 8.04-7.92 (2H,m), 7.50-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.80-6.60 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m), 1.44-1.26 
(2H, m) 0 
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m m (7) 

5- (3- (2- (5-^f^-2-7x-^^ > /-^-4-'f;l') 

5 

O 




TLC : Rf 028(^f>:ftSxfn/=5 ! l)i 

NMR (CDC1 3 ) : 5 8.03-7.94 (2H,m), 7.49-7.36 (3H, m), 7.23-7. 12 (1H, m), 6.78- 
10 6.68 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.64-2.52 
(2H, m), 2.38 (3H, s), 2.38-2.26 (2H, m), 1.75-1.58 (4H, m) 0 

mm («) 

2- (3- (3- (tf7x-;i/-4 -JJl'* 7x-;i/) ^D^f*) 

15 ftK-^f^fJl' 




TLC : Rf 0.73(^^-9-^ : ftRxf-j|/= 2 : 1); 
20 NMR (CDa 3 ) : 8 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (dd, J = 9.0, 7.6 Hz, 

1H), 6.79-6.86 (m, 3H), 5.10 (s, 2H), 3.72 (s, 3H), 3.23 (s, 2H), 2.71 (t, J = 7.4 Hz, 

76 



WO 99/46232 

2H), 2.65 (t, J = 7.4 Hz, 2H), 1.93 (tt, J = 7.4, 7.4 Hz, 2H) 0 



PCT/JP99/01134 



mm o) 

2- (3- (3- (4- (4->f^7xijl/) f 77-;l/-2-^M 
5 v) 7x-il/) yof;l/ft) 8fc$ • ^^-x^-f^ 




TLC : Rf 0.68(^*"tf-> : R=$xf-;i,= 2 : n; 
10 NMR (CDC1 3 ) : <? 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.82- 

6.88 (m, 3H), 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s, 2H), 2.71 (t, J = 7.5 Hz, 2H), 2.64 
(t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H) Q 

mmmi (1 0) 

15 6- (2- (2- (5->f^-2-7i-;i/*^tv'-^-4-'f;i') J-h 



o 
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TLC : Rf 0.51 (^^r"9-> : S^^^^=5 : 1); 

NMR (CDC1 3 ) : S 7.95-8.00 (m, 2H), 7.40-7.45 (m, 3H), 7.02-7. 17 (m, 2H), 6.81- 
6.89 (m, 2H), 4.25 (t, J = 6.4 Hz, 2H), 3.65 (s, 3H), 2.99 (t, J = 6.4 Hz, 2H), 2.56 (t, 
J = 7.8 Hz, 2H), 2.38 (s, 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 



gfifcgfl 1(11) 

2- (3- (lf7x^-4-^Mh^y) 7x^;Mf;l/f^) • * 



TLC :Rf 0.56(^^"t> : s^®?^^^=3 : l); 

NMR (CDa 3 ) : 7.57-7.63 (m, 4H), 7.34-7.52 (m, 5H), 7.24 (dd, J = 8.1, 7.7 Hz, 
15 1H), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H)„ 

mm (12) 

2- (3- (2- {5-**fi'-2 - 7x-Jl/t*tV-^-4 ->Ol/) 



5 (m, 2H) 0 



10 




20 




CH 3 
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"ELC:Rf o.36(^^r-9-> : ftK^f-^=3 : l); 

NMR (CDCI3) : 8 7.95-8.00 (m, 2H), 7.37-7.44 (m, 3H), 7.20 (dd, J = 8.0, 8.0 Hz, 
1H), 6.87-6.90 (m, 2H), 6.80 (dd, J = 8.0, 2.5 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H), 3.07 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H) C 

Mm 1 (13) 

5- (2- (2- (5-^fJV-2-7x-;l/tW-;i'-4-'f;i') x]- 



TLC : Rf 0.59 (^^-9- > I SUif^=2 : 1); 

NMR (CDCI3) : d 8.05-7.95 (m, 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H), 6.90- 
15 6.80 (m, 2H), 4.25 (t, J = 6.5 Hz, 2H), 3.65 (s, 3H), 3.00 (t, J = 6.5 Hz, 2H), 2.60 (t, 
J = 7 Hz, 2H), 2.40 (s, 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (m, 4H) C 

IfflJ (1 4) 

6- (2- (4- (4-p<f-;U7x-;i/) f77-;i^-2 -A 7 
20 x^;i/) A^t>^-^f^i7f;i' 
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TLC : Rf 0.55 (^**t> : gfc$x-^;P = 5 : 1); 

NMR (CDC1 3 ) : 8 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7.24 (d, J = 8.0 Hz, 2H), 
5 7. 15-7.22 (m, 2H), 6.91-6.98 (m, 2H), 5.42 (s, 2H), 3.65 (s, 3H), 2.73 (t, J = 7.6 Hz, 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz, 2H), 1.61-1.77 (m, 4H), 1.38-1.50 (m, 2H) 0 

mm a 5) 

2- (3- (3- (2- (5 ->f-;U- 2 -7x-)l/tW-^-4--f;i') 
10 x^y) 7i-;u) 7"nk>ft) SiS'^f^xfii' 




TLC : Rf 0.29 (^-9- >: gfc$o^;u=4 II); 
15 NMR (CDCI3) : S 7.95-8.00 (m, 2H), 7.40-7.46 (m, 3H), 7.17 (dd, J = 8.1, 8.1 Hz, 
1H), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t, J 
= 6.8 Hz, 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.90 (tt, 
J = 6.8, 6.8 Hz, 2H) 0 

20 mm (16) 

2- (3- (2- (t*7x-;l/-4-'f;U) X^y) 7xZWf^ft) 
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5 TLC : Rf 0.48 (<^Ws : gfc$xf-;l/ = 3 : 1); 

NMR (CDC1 3 ) : S 7.53-7.61 (m, 4H), 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2, 8.2 Hz, 
1H), 6.78-6.92 (m, 3H), 4.21 (t, J = 7.0 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3.14 (t, J 
= 7.0 Hz, 2H), 3.09 (s, 2H)o 

io (i 7) 

2- (4-^DD-3 - (2- (5-^f;i'-2-7x-HHVHV-4 




TLC : Rf 0.41 (^*-f> ft»xf-;i/=2 : 1) ; 

NMR (CDC1 3 ) : 5 8.00 (m, 2H), 7.50-7.35 (m. 3H), 7.27 (d, J = 8.0 Hz, 1H), 6.94 
(d, J = 2.0 Hz, 1H), 6.83 (dd, J = 8.0, 2.0 Hz, 1H), 4.30 (t, J = 6.5 Hz, 2H), 3.75 (s, 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) D 

mm a*) 

2- (4-*nn-3- (4- (4-^f^7i-^) ^7 V-)V- 2 )V 
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TLC : Rf 0.61 (^^r-9-> : g^^f"^= 2 : 1); 
5 NMR (CDC1 3 ) : S 7.78 (d, J = 8.0 Hz, 2H), 7.45 (s. 1H), 7.34 (d, J = 8.0 Hz, 1H), 

7.23 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.93 (dd, J » 8.0, 2.0 Hz, 1H), 
5.49 (s, 2H), 3.77 (s, 2H), 3.69 (s, 3H), 3.01 (s, 2H), 2.38 (s, 3H) e 

10 2- (3- (e7x-;l/-4-^Mh^y) -4-^nn7x-;V^W 




15 TLC : Rf 0.62 (^*^ > I gfc$.xf-;u = 2 : 1); 

NMR (CDa 3 ) : $ 7.70-7.35 (m, 5H), 7.58 (d, J = 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, 

2H), 7.33 (d, J = 8.0 Hz, 1H), 7.03 (d, J = 2.0 Hz, 1H), 6.88 (dd, J = 8.0, 2.0 Hz, 
1H), 5.22 (s, 2H), 3.77 (s, 2H), 3.70 (s, 3H), 3.00 (s, 2H) 0 
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2- (3- ( (2E) -3- (tf7i-;W-4 -4*) yn^;i/t^y) 7 



5 




TLC:Rf 0.63(^^-t> I ftKxf-^ = 3 II); 

NMR (CDC1 3 ) : 5 7.53-7.63 (m, 4H), 7. 15-7.50 (m, 6H), 6.74-6.93 (m, 4H), 6.45 
(dt, J = 16.2, 5.7 Hz, 1H), 4.73 (dd, J = 5.7, 1.4 Hz, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H) 0 

2- (3- (3- (e7x-;i/-4 -4)l>) /n^y) 7x-WWt) 




TLC : Rf 0.66 (^4r-9-^ : : 1); 

NMR (CDCI3) : <J 7.19-7.61 (m, 10H), 6.79-6.92 (m, 3H), 4.00 (t, J = 6.2 Hz, 2H), 
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3.80 (s, 2H), 3.72 (s, 3H), 3.10 (s, 2H), 2.86 (t, J = 7.7 Hz, 2H), 2.14 (m, 2H) 0 
mtbM 1 (22) 

2- (3- (2- (5->f;V-2-7x-;l't^ , /-;l'-4-'f^) xh 
5 71-^) ^•^W^f)l' 




TLC:Rf o.50(^*"9-> : g^x-7-^2 : l); 

10 NMR (CDC1 3 ) : S 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (m, 1H), 6.90-6.75 
(m, 3H), 4.25 (t, J = 7Hz, 2H), 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H), 2.40 
(3H, s) 0 

(2 3) 

15 2- (3- (tf7x-jV-4 h*v) &)i?>-5-4 tutf-fr**) 




20 TLC : Rf 0.22 (fflsRxf->P : > =1 : 2)1 

NMR (CDCI3) : <5 8.32 (d, J = 3.0 Hz, 1H), 8.18 (d, J = 2.0 Hz, 1H), 7.70-7.30 (m, 

84 
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10H), 5.16 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.06 (s, 2H) 0 
m m (3 4) 

2- (3- (4' -yne;Wtf7x-;i/-4 -4 IM 7i-JMf;i/ 
5 gfe$ • ^f^X7fJl/ 



H 3 C 




TLC : Rf 0.65(^*if> : ftl£if-^=3 : 1)1 
10 NMR (CDC1 3 ) : <5 7.60 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.49 (d, J = 

8.4 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.24 (dd, J = 7.7, 7.7 Hz, 1H), 6.87-7.00 (m, 
3H), 5.10 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 
1.68 (tq, J = 7.4, 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H) G 

15 IMJ (2 5J 

2- (3- (4- (fcf'J v>-4-^;W) 7x-;M h*v) 7x;^^f^ 
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TLC : Rf 0.50 (g^^-f ;W) ; 

NMR (CDCI3) : 8 8.67 (d, J = 4.5 Hz, 1H), 8.66 (d, J = 4.5 Hz, 1H), 7.67 (d, J = 
8.6 Hz, 2H), 7.50-7.58 (m, 4H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.80-7.01 (m, 3H), 
5 5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

mmn (2 6) 

2- (3- (4- v>-3 -I";!/) 7x-;i/pf h*v) 7x-)Mf^ 



TLC : Rf 0J7(^**)-> gfc$.x^;i/= i : 9); 

NMR (CDCI3) : S 8.86 (d, J = 2.4 Hz, 1H), 8.60 (dd, J = 5.0, 1.6 Hz, 1H), 7.89 
15 (ddd, J = 8.0, 2.4, 1.6 Hz, 1H), 7.62 (d, J = 8.2 Hz, 2H), 7.55 (d, J = 8.2 Hz, 2H), 
7.38 (dd, J = 8.0, 5.0Hz, 1H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.87-7.01 (m, 3H), 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H)o 

20 2 - (3 - (4 - ( 1, 3 -v^^r-9-^>^>-5-^;U) 7i^W h*v) 
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TLC : Rf 0.48 (^3r^ g£g£.xf-;l/= 3 ; 1); 

NMR (CDCI3) : S 7.54 (d, J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.25 (dd, J = 

5 7.9, 7.9 Hz, 1H), 6.86-7.08 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.81 (s, 2H), 3.72 (s, 
3H), 3.08 (s, 2H) 0 

2- (3- (4- (eyy>-2--f/U) 7i-JMt> + -» 7i-JMfJP 
10 f-*) ftK • ^f-^x^r^/ 



TLC : Rf 0.47(^^-9-^ : ^x^;i/=2 : 1); 
15 NMR (CDC13) : S 8.70 (d, J = 4.6 Hz, 1H), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H), 7.54 (d, J = 8.6 Hz, 2H), 7.24 (m, 1H), 6.75-7.00 (m, 3H), 5. 13 (s, 2H), 3.80 (s, 
2H), 3.72 (s, 3H), 3.08 (s, 2H) 0 
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2- (5- (e7x-^-4-'fJM h*v) -2 hn7x-JMf^f 




TLC : Rf 0.38 <*<*Ws I Sg|xf;V=4 : 1); 

NMR (CDC1 3 ) : <J 8. 14 (d, J = 9.0 Hz, 1H), 7.57-7.65 (m, 4H), 7.45-7.52 (m, 3H), 
7.36-7.45 (m, 2H), 7.08 (d, J = 2.8 Hz, 1H), 6.97 (dd, J = 9.0, 2.8 Hz, 1H), 5.22 (s, 
2H), 4.22 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) 0 

mm (3 0) 

2- (3- (tT7i~;u-4 — f h*v) -4 Fn7x-JMf^f 



15 




TLC : Rf 0.34(^*^> : &$xf-;U=4 I 1); 

NMR (CDCI3) : 5 7.85 (d, J = 5.5 Hz, 1H), 7.53-7.63 (m, 6H), 7.42-7.48 (m, 2H), 
7.33-7.38 (m, 1H), 7.20 (d, J= 1.0 Hz, 1H), 7.01 (dd, J =5.5, 1.0 Hz, 1H), 5.31 (s, 
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2H), 3.83 (s, 2H), 3.71 (s, 3H), 3.00 (s, 2H) D 

2- (3- (4- (1, 3 >r>-4 -<i)V) 7i-W h^fy) 

5 7x-;V>f;i/ft) ^-^f;i/xxf^ 



TLC : Rf 0.52 (^+-9- > : gj=®X^;l/= 3 ii); 
10 NMR(CDC1 3 ): <J 7.74 (d, J = 8.4 Hz, 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.24 (dd, J = 
7.8, 7.8 Hz, 1H), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5.11 (s, 2H), 3.80 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H) 0 

mm (3 2) 

15 2- (3- (2-7x-;i/f7 , /-^-4-'f;Mh^y) 7 ^-rt^ 



20 TLC : Rf 0.38 > St^f fr = 4 I 1 ) ; 

NMR (CDC1 3 ) : 8 7.92-7.99 (m, 2H), 7.43-7.48 (m, 3H), 7.32 (t, J = 1.0 Hz, 1H), 
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7.26 (dd J = 7.9, 7.9 Hz, 1H), 6.90-7.04 (m, 3H), 5.27 (d, J = 1.0 Hz, 2H), 3.81 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

mm (3 3) 

5 2- (3- (2- (5 -^f-^- 2 - (4-^f^7x-;l/) * **fV-)\<- 




10 TLC : Rf 0.81 (^*^> ! gfc$.x^;i,= 1 \\)\ 

NMR (CDC1 3 ) : 5 7.86 (d, J = 8.2 Hz, 2H), 7.25-7. 16 (m, 3H), 6.90-6.76 (m, 3H), 
4.24 (t, J = 6.7 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 
2H), 2.39 (s, 3H), 2.37 (s, 3H) 0 

15 mmm\ (34) 

2- (3- (2- (2 -7x-Jbf7V-;V- 4 - ^ ^) x^y) 7i-^ 




20 

TLC : Rf 0.39 (^*^> I g^a^;t/=4 II); 

NMR (CDCI3) : 5 7.92-7.96 (m, 2H), 7.41-7.46 (m, 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
1H), 7.07 (s, 1H), 6.81-6.93 (m, 3H), 4.37 (t, J = 6.6 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 
3H), 3.31 (t, J = 6.6 Hz, 2H), 3.09 (s, 2H) Q 
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wmi (35) 



2- (3- (2- (5-^7-^-2- (4-h'J7;i/tD.^fjV7x-A') * 
5 ;u 



TLC : Rf 0.22(^^-9"^ ! g^®?x^;i/= 2 : 1); 
10 NMR (CDQ3) : <J 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz, 2H), 7.19 (m, 1H), 
6.89 (m, 2H), 6.8 (d, J = 7.2 Hz, 1H), 4.25 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H) C 

^gfiftffl] 1 (36) 

15 2- (3- (2- (2-7x-J^*t/-^-4-'fM ih^rv) 7i- 



20 TLC : Rf 0.40 (^*^ > : ft8if;i/= 3 I 1)1 

NMR (CDCI3) : «J 8.00-8.05 (m, 2H), 7.58 (s, 1H), 7.41-7.46 (m, 3H), 7.23 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.81-6.93 (m, 3H), 4.29 (t, J = 6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 
3H), 3.09 (t, J = 6.5 Hz, 2H), 3.09 (s, 2H) 0 




CH 3 
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m m i (37) 

2- (3- (2- (5->f-^-2- (4-7^tD7x^) *^r-9-V-;U 



5 




TLC : Rf 0.62 (^4r^> : ^xf-;i/= l : l); 

NMR (CDC1 3 ) : S 7.96 (m, 2H), 7.06-7.24 (m, 3H), 6.91-6.74 (m, 3H), 4.23 (t, J = 

6.6 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
10 3H) Q 

mmi (3 8) 

2- (3- (2- (5 ->f-;U- 2 - (1, >^>-5-^^) 

15 




TLC : Rf 0.84 (^^-9" > ! SKxf^= 1 : 1)", 
20 NMR (CDa 3 ) : 5 7.52 (dd, J = 8.0, 1.4 Hz, 1H), 7.43 (d, J = 1.4 Hz, 1H), 7.19 (d, 

J = 8.0 Hz, 1H), 6.91-6.77 (m, 4H), 6.01 (s, 2H), 4.23 (t, J = 6.7 Hz, 2H), 3.78 (s, 
2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.95 (t, J = 6.7Hz, 2H), 2.35 (s, 3H)o 
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mm i (39) 

5- (3- (3- (5-^fJV-2-7x-;^+f > /-Jl'-4-'f)l') 7*0 



5 




TLC : Rf 0.64(MfV:ft||xf;i/=2 : 1); 

NMR (CDC1 3 ) : 5 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (dd, J = 8, 7.5 Hz, 
1H), 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J = 6 Hz, 2H), 
10 2.60 (m, 2H), 2.35 (m, 2H), 2.30 (s, 3H), 2.15 (m, 2H), 1.70-1.50 (m, 4H)„ 

mm (4 0) 

2- (3- (2- (5-^f-^-2- (4-;no7i-^) 




TLC : Rf 0.83(^4MJ-> :ftlfcif-/u=2 : l); 

NMR (CDCI3) : £ 7.93 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.27 (t, J » 
20 7.9 Hz, 1H), 7.06 (m, 1H), 6.92 (d, J = 8.0 Hz, 1H), 6.82 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s, 2H), 3.70 (s, 3H), 3.15 (s, 2H), 2.97 (t, J = 7.8 Hz, 2H), 
2.39 (s, 3H) 0 
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2- (3- (5-^^;u-2-7i-;u^^rf-v-^-4-'f;up« V*z/) 7 




TLC:Rf 0.56(A+t>:^xf^=2 : 1); 

NMR (CDC1 3 ) : 8 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

10 1H), 7.05-6.90 (m, 3H), 5.00 (s, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s, 
3H) 0 

mmm 1 (42) 

2- (3- (3- (5-^f-^-2 - 7xi^*W-*-4 -<i)\<) 7n 




TLC : Rf o.53(^*-9-> : S^g?i^;u= 2 : l); 

20 NMR (CDCI3) : S 8.00-7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 

1H), 6.95-6.75 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 
2H), 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H)„ 
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aafcwi (4 3) 

2- (3- (2- (5-^f^-2-7x-^t^tV*-^-4-^^) x h 



H.C:Rf 0.48 (^*"9-> : g|$x^;P=3 : l); 

NMR (CDC1 3 ) : 5 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 

10 1H), 6.76-6.81 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.64 (s, 3H), 2.99 (t, J = 6.5 Hz, 
2H), 2.38 (s, 3H), 1.55 (S, 6H) 0 

$mm\ (4 4) 

2- (3- (2- (5-^;U-2- (2->fJl'7x-;V) **4y-/-)l>- 
15 4-^f;i/) iKy) 7x-;Mf;i/ft) ^-^f;i/xxf^ 



TLC : Rf 0.70(^*-9-> : ffi|6xf-/U«2 : l); 
20 NMR (CDC1 3 ) : £ 7.91 (m, 1H), 7.25-7. 15 (m, 4H), 6.90-6.77 (m, 3H), 4.25 (t, J = 

6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2.36 (s, 3H) 0 





CH; 
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i (45) 

2- (3- (2- (5 ->f-;U- 2 - (3->f^7xz» 

4 x^y) 7x-;Mf;vft) IS^f^f;!' 




TLC:Rf 0.64(^*-9"> : ftfixfA/=2 : 1); 

NMR (CDC1 3 ) : 5 7.81 (s, 1H), 7.76 (d, J = 8.0 Hz, 1H), 7.32-7.14 (m, 3H), 6.89- 
10 6.76 (m, 3H), 4.23 (t, J = 6.6 Hz,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H), 2.35 (s, 3H) C 

iili Ufi) 

2- (3- (2- (5-^f-^-2- (4-^^y7ix;i/) 
15 -4->f;W) x^y) 7xx;MWt) ^^f^xxf^ 




TLC : Rf 0.43(^*-9"> :ftKif-^=3 II); 
20 NMR (CDQ 3 ) : S 7.92 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.1, 8.1 Hz, 1H), 6.94 (d, 

J = 9.0 Hz, 2H), 6.88-6.98 (m, 2H), 6.81 (m, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.85 (s, 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J =6.7 Hz, 2H), 2.36 (s, 3H) Q 
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mm (47) 

2- (3- (2- (5 -^f"^- 2 - (4-- hU7i-Jl/) 



5 




TLC : Rf 0.32 (^^-9- > : ffiKxf;V=3 : 1); 

NMR (CDC1 3 ) : 5 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, 1H), 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
10 3H), 3.09 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H)„ 

mm (AS) 

2- (3- (2- (5-^f^-2-7x-^W/-*-4->f *) z-h 




TLC : Rf 0.45 I IfeB£x^;U= 3 II); 

NMR (CDCI3) : S 7.96-8.00 (m, 2H), 7.40-7.46 (m, 3H), 6.91 (m, 1H), 6.77-6.81 
20 (m, 2H), 4.23 (t, J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 
6.6 Hz, 2H), 2.38 (s, 3H) 0 
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2- (3- (2- {S-n-)\s-2--7jL-)\,**-*tV-)V-A-4)V) jlY 




TLC : Rf 0.48 (^+-9- > : S|Jiffl/=5 I 1) ; 

NMR (CDC1 3 ) : 6 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.07 (t, J - 7.9 Hz, 1H), 

6.85-6.77 (m, 2H), 4.24 (t, J = 6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s, 3H), 3.11 (s, 2H), 
3.00 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H), 2.21 (s, 3H) 0 

2- (1- (3- (2- (5 ->f-/U- 2 -7i-J^^tV-^- 4 
iKy) 7x-^) xf/i'f*) ft& • *f-;i/x;*f /I' 



15 




TLC : Rf 0.68 : ^xf;i/=4 : 1); 

NMR (CDCI3) : 8 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, 1H), 
6.94-6.89 (m, 2H), 6.82-6.76 (m, 1H), 4.25 (t, J = 6.7 Hz, 2H), 4. 10 (q, J = 7.2 Hz, 
20 1H), 3.67 (s, 3H), 3.02 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H) 0 
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Sttflll (5 1) 

2- (3- (2- (5-^^-2-7i-^H'/-;i/-4-'f^) -1 



5 




TLC:Rf0.72 (^^r-^> : ^xf;l^=2 : 1 ) G 
10 2- (3- (2- (5-f , J7;^D^f^-2-7x-jl/t^y*-^-4 




15 TLC : Rf 0.37 > \ gf=®p^;i/ = 4 ! 1 ) ; 

NMR (CDC1 3 ) : S 8.10-8.00 (m., 2H), 7.55-7.41 (m., 3H), 7.21 (dd, J = 8.0, 8.0 

Hz, 1H), 6.94-6.75 (m, 3H), 4.31 (t, J = 6.5 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 
3.25-3.14 (m, 2H), 3.08 (s, 2H) 0 

20 mmm (53) 

2- (3- (2- (5 - >f ^-2 - 7x-W+tv*-;i/-4 -^^) -fu 
7i-;w^f-;wf-^) ftg£ • ^f-;ux^r^ 
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CH 3 



S-^Y°-CH 3 



TLC : Rf 0.54(^^r-9-> : l^S?x^;i/=3 : l); 

NMR (CDCI3) : 8 8.00-7.94 (m, 2H), 7.44-7.37 (m, 3H), 7.29 (t, J = 8.2 Hz, 1H), 
5 6.89-6.86 (m, 2H), 6.79 (dd, J = 8.4, 2.0 Hz, 1H), 4. 17-4.03 (m, 2H), 3.77 (s, 2H), 
3.71 (s, 3H), 3.26-3.15 (m, 1H), 3.08 (s, 2H), 2.37 (s, 3H), 1.41 (d, J = 6.8 Hz, 3H) C 

mm (5 4) 

2- (3- (2- (5 -*+*-2 - 7x-)l/^+tv*-;v-4 -4*) x|> 



TLC : Rf 0.75 (^^^ > SHif^= 7 11); 
15 NMR (CDCI3) : 8 8.00-7.94 (m, 2H), 7.46-7.38 (m, 3H), 7.20 (t, J = 8.2 Hz, 1H), 

6.90 (m, 2H), 6.82-6.75 (m, 1H), 4.24 (t, J =6.8 Hz, 2H), 4.17 (q, J = 7.2 Hz, 2H), 
3.82 (d, J = 13.4 Hz, 1H), 3.74 (d, J = 13.4 Hz, 1H), 3.28 (q, J = 7.0 Hz, 1H), 2.98 (t, 
J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.38 (d, J = 7.0 Hz, 3H), 1.28 (t, J = 7.2 Hz , 3H)„ 

20 ggfifcffU 1 (55) 

2- (3- (2- (5 -^f-Jl/-2 - (4-xf^7x^^) t^W-fr- 
4— f;i/) o-h^v) 7xx;Mf;Vft) ffe&L • * ■^l/JCT.x^ 




CH 3 



CH 3 



CH 3 
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TLC : Rf 0.57 (ftfifJI' : ^*V->= 1 \2)\ 
5 NMR(CDC1 3 ): 5 7.88 (d, J = 8.0 Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.25 (t, J = 7.5 Hz, 3H) 0 

10 3gfifcfll] 1 (56) 

2- (3- (2- (5-^^-2- (2, 2-^7JU*n-i, 3-V*4f 




15 F 

TLC : Rf 0.59(Sfc$x?-;P : ^*4T>= 1 : 2); 

NMR (CDC1 3 ) : $ 7.75 (dd, J = 8.0, 1.0 Hz, 1H), 7.69 (d, J = 1.0 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7. 10 (d, J = 8.0 Hz, 1H), 6.89 (d, J = 8.0 Hz, 1H), 6.88 (s, 
20 1H), 6.80 (d, J = 8.0 Hz, 1H), 4.23 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.09 (s, 2H), 2.96 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H) 0 
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x mi (57) 

2- (3- (2- (5 -^f-;u- 2 - (4 -7*o kf;u7x-;i/) t+t7-ji/ 



5 




TLC : Rf 0.63(ftKxf"^ : ^^r-9->= 1 : 2) ; 

NMR (CDC1 3 ) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.23 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
10 3H), 3.08 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) G 

mm (JUL) 

2- (3- (2- (5 -^f-^-2 - (4 ->f V7*otf;P7x-;l/) 




TLC : Rf 0.60 : ^+^>= 1 : 2); 

20 NMR (CDCI3) : 8 7.89 (d, J = 8.5 Hz, 2H), 7.28 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.94 (m, 1H), 2.37 (s, 3H), 1.26 (d, J = 
7.0 Hz, 6H) 0 
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mmm 1 (59) 

2- (3- (2- (5-^f^-2-7x^;Pf7V-^-4-^l/) 

5 




TLC : Rf 0.54(^^-9-^ : S^^^^=3 : 1) ; 

NMR (CDCI3) : S 7.89-7.83 (m, 2H), 7.45-7.36 (m, 3H), 7.21 (t, J = 8.0 Hz, 1H), 
10 6.91-6.77 (m, 3H), 4.33 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.19 (t, J = 
6.8 Hz, 2H), 3.08 (s, 2H), 2.47 (s, 3H)» 

mm m (eo) 

2- (3- (2- (5-*T)l- 2 - (4-W7x-;V) j-^y-^- 
15 4--f;W) xh^y) 7xX)Mf^ft) ^-^f-W^X^ 




TLC : Rf 0.59 (^^V : &&3-J-)V= 2 ! 1); 
20 NMR (CDC1 3 ) : S 7.90 (d, J = 7 Hz, 2H), 7.25-7.15 (m, 3H), 6.90-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3.75 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 
Hz, 3H) 0 
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2- (3- (2- (5 -xf ^- 2 - 7x-;v^^r tV-;i/- 4 - ^ ;v) x)> 



TLC : Rf 0.27(^^r-9"> : ft^Xf-;i/=3 : 1); 

NMR (CDa 3 ) : S 7.96-8.01 (m, 2H), 7.40-7.48 (m, 3H), 7.21 (dd, J = 8.0, 8.0 Hz, 
10 1H), 6.87-6.90 (m, 2H), 6.79 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 
Hz, 3H) 0 

mm (6 2) 

15 2- (3- (2- (5-^^-2- (2, 3, 5, 6-rh77^n-4 



TLC : Rf 0.45 (^*^ > I gt=g|x^;U= 4:1); 

NMR (CDC1 3 ) : 8 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H), 2.42 (s, 





F F 
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3H), 2.36-2.30 (m, 3H) C 
mm (6 3) 

2 - (3- (2- (5-^f-^-2- (4-^>fJI/7x^) 




TLC : Rf 0.66 I gf=$x.?-;i/= 2 : l); 

10 NMR (CDC1 3 ) : <5 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.95-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.40-1.25 (m, 4H), 0.90 (t, 
J = 6.5 Hz, 3H) 0 

15 mmm\ (6 4) 

2- (3- (2- (5-^^-2- (3-^OD-4-^f^7x-^) * 




TLC : Rf 0.47 I &$x^;U=3 : 1); 

NMR (CDCI3) : d 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 7.8, 1.8 Hz, 1H), 7.28 (d, 
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J = 7.8 Hz, 1H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.88-6.91 (m, 2H), 6.79 (m, 1H), 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 
2H), 2.41 (s, 3H), 2.38 (s, 3H) C 

iiii (6 5) 

2- (3- (2- (5-^f-^-2-v^n^^->;U^dr-9-v*-;u-4-^^) 




TLC : Rf 0.65 (f<^> : ft^if^= 2 : 1); 

NMR (CDC1 3 ) : S 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 7.5 Hz, 2H), 3.80 

(s, 2H), 3.75 (s, 3H), 3.15 (s, 2H), 2.90 (t, J = 7.5 Hz, 2H), 2.70 (m, 1H), 2.25 (s, 
3H), 2.10-1.20 (m, 10H) o 

m mi (6 6) 

2- (3- (2- (5 -^/u- 2 - (4- (2 -^f;i/7°n \£ju) 7i-;p) 




TLC : Rf 0.58 (^*-9"> I gfcg£i^;U = 2 I 1) J 
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NMR (CDCI3) : 6 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 7 Hz, 6H) e • 

5 mmi (e 7) 

2- (3- (2- (5 2- (4- t -rf-;W7jL-;P) 




10 

TLC:Rf 0.50(^*V-> I RsK-xf- fr=2 : 1); 

NMR (CDCI3) : <J 7.90 (d, J = 8 Hz, 2H), 7.45 (d, J = 8 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 6.90-6.75 (m, 3H), 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H)„ 

15 

mmm 1 (68) 

2- (3- (2- (5 2 - (4 -v^o^^v;1/7jl-;1') 

y*-;i/- 4 ->f>i0 oih^v) 7x-;Mf;vf*) • ^ 



20 




TLC : Rf 0.42(^^r-9-> : ftRxf*=4 I 1)1 

NMR (CDCI3) : 5 7.88 (d, J = 8.3 Hz, 2H), 7.26 (d, J = 8.3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0Hz, 1H), 6.87-6.90 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 
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2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, 1H), 2.37 (s, 3H), 
1.70-1.94 (m, 4H), 1.30-1.53 (m, 6H) e 

m m (6 9) 

5 2- (3- (5 2- (1, 3 5 -4*) 




10 TLC : Rf 0.50 (^4r^> I S^f^=4 : 1); 

NMR (CDC1 3 ) : 5 7.55 (dd, J = 8.0, 1.8 Hz, 1H), 7.47 (d, J = 1.8 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7.08-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H) C 

15 liflj (7 0) 

2- (3- ( 5 f-JU- 2 - (4 vyn lf;V7jc-^) t^t 1 /-^- 




20 

TLC : Rf 0.50 : ftRif^ = 4 11); 

NMR (CDCI3) : 5 7.93 (dd, J = 8.5, 2.0 Hz, 2H), 7.35-7.18 (m, 3H), 7.09-7.03 (m, 
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1H), 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.94 
(Sep., J =7.0 Hz, 1H), 2.43 (s, 3H), 1.27 (d, J = 7.0 Hz, 6H) 0 

*JftWl (7 1) 

5 2- (3- (2- (4-^f^-2-7x-;i/t^t , /-^-5->f^) x|. 




10 TLC : Rf 0.37 I Rsjfcx.*-)U=3 I 1) ; 

NMR (CDC1 3 ) : 5 8.01-7.96 (m, 2H), 7.46-7.39 (m, 3H), 7.22 (t, J = 8.2 Hz, 1H), 
6.97-6.88 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.16 (t, J = 6.8 Hz, 2H), 3.08 (s, 2H), 2.22 (s, 3H) 0 

15 mmm ( 72) 

2- (3- (2- (5 -^f-^-2 - (3, 4-^b**>7xi*) 




TLC : Rf 0.18 (^^V ! ftgJif-A/=3 : 1); 

NMR (CDCI3) : 8 7.56 (dd, J = 8.3, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.1, 8.1 Hz, 1H), 6.91 (d, J = 8.3 Hz, 1H), 6.87-6.91 (m, 2H), 6.80 (ddd, J = 
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8.1, 2.5, 1.0 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H)o 

mm (7 3) 

5 2- (3- (2- (5-^-^-2- (4 - h V 7^tn> l>*v7i-;i/) 




10 

TLC : Rf 0.62(^*-9-> ! gfc^^;^ 2 I 1); 

NMR (CDC1 3 ) : S 8.00 (d, J = 8 Hz, 2H), 7.30-7.15 (m, 3H), 6.95-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3. 80 (s, 2H), 3.75 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H) 0 

15 

2- (3- (2- (5-^f-;U-2- (3, 4, 5-h'J^^y7x^) 
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TLC : Rf o.24(^*^> : Bfc$x^;u=2 I l); 

NMR (CDCI3) : d 7.25-7. 15 (m, 3H), 6.95-6.75 (m, 3H), 4.25 (t, J = 7.5 Hz, 2H), 

3.95 (s, 6H), 3.90 (s, 3H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J =7.5 Hz, 
2H), 2.40 (s, 3H) 0 

mmmi (75) 

2- (3- (2- (5-^-^-2 - (4 -^f;Hf^7^V- 1 ->f;u) * 




TLC : Rf 0.12 (g^x^) ; 

NMR (CDCI3) : <J 7.20 (dd, J - 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.20 (t, J = 
7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.42 (t, J = 5.0 Hz, 4H), 3.09 (s, 2H), 2.95 (t, 
J = 7.0 Hz, 2H), 2.50 (t, J = 5.0 Hz, 4H), 2.34 (s, 3H), 2.26 (s, 3H) 0 

Ml&M 1 (76) 

2- (3- (2- (5-***- 2- (4 -^fW7x-^) 
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TLC : Rf 0.46 (g^^f^ : > = 1 I 2 ) ; 

NMR (CDC1 3 ) : S 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.52 (s, 3H), 2.37 (s, 3H)„ 

mmm (77) 

2- (3- (2- (5 -^f-^-2- (euv>-2-^;w) ***fV-)\>- 



10 




TLC : Rf 0.60(^^r-9-> : ffiRxf->U= 1 : 2); 

NMR(CDC1 3 ) : 6 8.71 (m, 1H), 8.05 (m, 1H), 7.73 (m, 1H), 7.32 (m, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 6.76-6.92 (m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 
15 3.72 (s, 3H), 3.08 (s, 2H), 3.01 (t, J = 6.6 Hz, 2H), 2.44 (s, 3H)o 

(7 8) 

2- (3- (2- (5 -^f-^-2 - (ft7 i>-2--f )V) **y-)/-)l< 




TLC : Rf 0.40 (^*^> I S^f^=3 I 1)1 

NMR (CDC1 3 ) : d 7.58 (dd, J = 3.6, 1.3 Hz, 1H), 7.37 (dd, J = 5.0, 1.3 Hz, 1H), 
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7.21 (dd, J = 8.0, 8.0 Hz, 1H), 7.08 (dd, J = 5.0, 3.6 Hz, 1H), 6.87-6.91 (m, 2H), 
6.79 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

5 ilU (7 9) 

2- (3- (2- (5-*7fr-2- (3--l«o-4-^f;l/7x-;V) * 

)V 



10 




TLC : Rf 0.42 (^^ ftKJ^^ = 2 II); 

NMR (CDC1 3 ) : 8 8.55 (d, J = 1 Hz, 1H), 8. 10 (dd, J = 8, 1 Hz, 1H), 7.40 (d, J = 8 

Hz, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s, 3H), 2.40 (s, 
3H)o 

mm (8 0) 

2- (3- (2- (5 2 - (4->*>W5;7xZ)i/) 

20 y-;w-4--f;v) x^y) 7xiwwt) ^^^nxf^ 
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TLC : Rf 0.43 (ftRxf^ : ^*^> = 1 ; 2) ; 

NMR (CDC1 3 ) : S 7.83 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.95- 
6.75 (m, 3H), 6.71 (d, J = 9.0 Hz, 2H). 4.23 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 3.01 (s, 6H), 2.96 (t, J = 7.0 Hz, 2H), 2.34 (s, 3H) C 

jgfflHH 1 (81) 

2- (3- (2- (5 -*T)V-2 -v*n^>^;u**-9-y-;i'-4 -4 )V) 



10 




TLC:Rf 0^6(A*t>:BaiifA'»2 I 1); 

NMR (CDCI3) : * 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 6.5 Hz, 2H), 3.80 
(s, 2H), 3.75 (s, 3H), 3.15 (m, 3H), 2.90 (t, J =6.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H) 0 

2- (3- (2- (5 2- (4-^f^7x-;i/) **W-)l<- 
4-y()V) xh^fy) 7x-;W) ftjK • > f-^x^f-A/ 




TLC : Rf 0.54(^*-9-> ! gfc$x?-;i,= 2 : 1)*, 

NMR (CDCI3) : 8 7.86 (d, J = 8.0 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
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4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 
3H), 2.36 (s, 3H) 0 

liil (8 3) 

5 2- (3- (2- (5-^^-2- (4-xfjl/7x-;H ***rV-)\<- 
xh+v) 7x-;l/) ^ • ^f-;UJ.7,r^ 




10 TLC : Rf 0.56(^*^> : ^xf;l/=2 : 1); 

NMR (CDC1 3 ) : S 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m, 3H), 6. 88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz, 3H) e 

15 1 (84) 

2- (3- (2- (5-^f-;w-2- (4 -yntf/^x-zu) t^V-iv 




20 

TLC : Rf 0.59 (^+-9- > I ftKxf-/l/=2 \\)\ 

NMR (CDCI3) : 8 7.88 (d, J = 8.4 Hz, 2H), 7.27-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 

4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.62 (t, J 
= 7.5 Hz, 2H), 2.36 (s, 3H), 1.66 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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IMJ (8 5) 

2- (3- (2- (5 - (4-'fV7'o^7x-Jb) **-9"V* 




TLC : Rf 0.66 Sfc$x-^;i/= 2 : 1); 

NMR (CDC1 3 ) : 8 7.89 (d, J = 8.4 Hz, 2H), 7.34-7. 15 (m, 3H), 6.88-6.75 (m, 3H), 

10 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 3.04- 
2.86 (m, 1H), 2.36 (s, 3H), 1.28 (s, 3H), 1.25 (s, 3H) 0 

gfifeflJl (8 6) 

2- (3- (2- (5->^;w-2- (4- (2 - * Tfr-fuyZfr) 7x-;u) 




TLC : Rf 0.60 (^^"^^ : gfc$x?-;i/=2 : 1); 
20 NMR (CDCI3) : S 7.88 (d, J = 8.2 Hz, 2H), 7.27-7. 15 (m, 3H), 6.90-6.76 (m, 3H), 

4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J - 6.6 Hz, 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.00-1.76 (m, 1H), 0.92 (s, 3H), 0.89 (s, 3H) e 
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*tfc«i (8 7) 

2- (3- (2- (5 2 - (4 - t -7f;i'7i-^) t^r^V- 



TLC : Rf 0.57 : ft»if-^= 2 I 1); 

NMR (CDC1 3 ) : 5 7.90 (d, J = 8.6 Hz, 2H), 7.44 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
6.88-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 
10 6.6 Hz, 2H), 2.37 (s, 3H), 1.34 (s, 9H) 0 

ii fili (9 3) 

2- (3- (2- (5-^f-;w-2-v^o7'Dtf;u^^^y-^-4-^;W 



TLC : Rf 0.47(g^^f-^ : ^^-9->= 1 : 1); 

NMR (CDC1 3 ) : S 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.15 (t, J = 

20 7.0 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.84 (t, J = 7.0 Hz, 2H), 2.22 (s, 
3H), 1.97 (m, 1H), 1.05-0.90 (m, 4H) D 

m m (99) 



5 




CH 3 
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2- (3- (2- (5->f-^-2- (4- (1, 2, 3-f7y*7V-;v- 
TLC : Rf 0.75 : gfc$x?-;U=2 : 1); 

NMR (CDC1 3 ) : 8 8.72 (s, 1H), 8.13 (s, 4H), 7.22 (t, J = 8.0 Hz, 1H), 6.93-6.77 

(m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.09 (s, 2H), 3.00 (t, J = 
10 6.6 Hz, 2H), 2.41 (s, 3H) C 

2- (3- (2- (5-^;U-2- (4- U-^Jl'-l, 2, 3 -f-7 
^77-^-5-0) t^^y-^-4 -4 )V) xh^rv) 7 x 

S-~Y° V CH 3 
O 



TLC : Rf 0.89(^^"9-> t ^x^;i/=2 : 1); 
20 NMR (CDCI3) : 8 7.21 (t, J = 7.4 Hz, 1H), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz, 

2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.6 Hz,, 2H), 
2.42 (s, 3H) 0 
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2- (3- (2- (5->f-;U-2- (4-^Kv7x^) ^^^V-;!/ 



5 




TLC:Rf 0.38(^*-9"> : ftRxf-/U:=2 : 1); 

NMR (CDC1 3 ) : 8 7.91 (d, J = 9.0 Hz, 2H), 7.20 (m, 1H), 6.94 (d, J = 9.0 Hz, 2H), 
6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 
10 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H)„ 

2- (3- (2- (5 -^f-^-2 - (3, 4-v* b*->7x-^) 




O 



CH 3 

TLC : Rf 0.17(^^r-9-> I S^if^=2 : 1)| 

NMR (CDC1 3 + CD3OD) : <J 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 
20 1H), 7.21 (m, 1H), 6.91 (d, J = 8.2 Hz, 1H), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 



119 



WO 99/46232 



PCT/JP99/01134 



2- (3- (2- (5 -^f-^- 2 - (1, 3-v**-'M>r>-5-'OU) 




tlc : Rf o.44(^^^> : ^if-;w=2 : l) ; 

NMR (CDQ 3 ) : 5 7.52 (dd, J = 8.2, 1.8 Hz, 1H), 7.44 (d, J = 1.8 Hz, 1H), 7.21 (m, 
10 1H), 6.99-6.76 (m, 4H), 6.01 ( s, 2H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm (9 4) 

2- (3- (2- (5-^^-2- (3, 4, 5 - V V * ^i/7x^) 
15 *^r*y-^-4 -4 /U) i^y) 71-^) • ^^;^^-r;i/ 

H 3 C-0 

CH 3 

TLC : Rf 0.28 (^^^^ : TOx^;i/= 2 I 1); 
20 NMR (CDCI3) : S 7.28-7. 17 (m, 3H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 
3.94 (s, 6H), 3.89 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
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3H) 0 

mmm (95) 

2- (3- (2- ( 5 2 - (4-hV7;vtn^b^y7x-;i') 




TLC : Rf 0.61 (^+^> : S^if^= 2 ! 1); 
10 NMR (CDC1 3 ) : 5 8.01 (d, J = 8.6 Hz, 2H), 7.32-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 

4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
3H) 0 

mm (96) 

15 2- (3- (2- (5-^-^-2- (2, 2 -¥7 )V*u- \ , 3-v** 




F 



TLC : Rf 0.52 2 ! 1); 

NMR (CDCI3) : 5 7.75 (dd, J = 8.4, 1.8 Hz, 1H), 7.68 (d, J = 1.8 Hz, 1H), 7.21 (m, 
1H), 7.10 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H) f 3.68 (s, 
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3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) Q 

mmm urn 

2- (3- (2- (5 f-^- 2 - (4-b'j7;^o^f;Pft7x-;i') 
x/w 




10 TLC:Rf 0.45 (^^"t^ : ft^xf;i/=3 : 1); 

NMR (CDC1 3 ) : 5 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 8.4 Hz, 2H), 7.21 (t, J = 
7.8 Hz, 1H), 6.91-6.73 (m, 3H), 4.24 (t, J =6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.08 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H) G 

15 mmm 1 (98) 

2- (3- (2- (5->f-^-2- (4-y7;7i-^) jr**TV-)V- 




TLC : Rf 0.35(^^-9"^ : SK^f^= 2 : 1)1 

NMR (CDa 3 ) : 8 8.08 (d, J = 8.4 Hz, 2H), 7.71 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 
2.99 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H) 0 
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mm 09) 

2 - (3 - (2 - (5-^^;u-2 - (77>-2->fJV) **-9-v*-;u-4 




TLC:Rf 0.32(^*-9"> I ft»if-^=2 I 1); 

NMR (CDC1 3 ) : 5 7.52 (m, 1H), 7.21 (m, 1H), 6.86-6.96 (m, 3H), 6.79 (m, 1H), 

10 6.51 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 
(t, J = 6.6 Hz, 2H), 2.37 (s, 3H) C 

mm (10 0) 

2- (3- (5 ->f*-2-7x-^*t'/-^-4-'f^) ^b^y) 
15 7i-M ftg'^fA'X^ 




TLC : Rf 0.69 (^*V-> I »KxfA^=2 : 1); 
20 NMR (CDCI3) : * 7.98-8. 10 (m, 2H), 7.40-7.54 (m, 3H), 7.26 (m, 1H), 6.86-7.00 
(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H) 0 
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mmm i (ion 

2- (3- (2- (5-^f^-2-7z-;i/f7/-;l/-4 x y 3? 



5 




TLC : Rf 0.56 (^4r^ > I g|=g£x-^;i/= 2 II); 

NMR (CDC1 3 ) : <J 7.90-7.81 (m, 2H), 7.46-7.35 (m, 3H), 7.25-7. 16 (m, 1H), 6.87- 

6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 19 (t, J = 6.8 Hz, 
10 2H), 2.46 (s, 3H) 0 

(1(12) 

2- (3- (3- (5-p<^;u-2-7jL-;i/^4r^V-;u-4--f;W 




TLC : Rf 0.42 &Kxf-/U= 2 I 1)1 

NMR (CDCI3) : $ 7.94-8.04 (m, 2H), 7.36-7.50 (m, 3H), 7.22 (m, 1H), 6.76-6.90 
20 (m, 3H), 3.98 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 2.70 (t, J = 7.0 Hz, 2H), 
2.28 (s, 3H), 2.15 (m, 2H) 0 
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m m i (iQ3) 

2- (3- (2- (2-7x-;l/t^t/-;b-4-^^) x^y) 



5 




TLC:Rf 0.53(^^-9-^ : S8xfA/= 2 : 1); 

NMR (CDC1 3 ) : 5 7.96-8.08 (m, 2H), 7.57 (s, 1H), 7.40-7.52 (m, 3H), 7.24 (m, 
1H), 6.80-6.92 (m, 3H), 4.28 (t, J = 6.6 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 3.09 (t, J 
10 = 6.6 Hz, 2H) 0 

mm (10 4) 

2- (3- (2 - (5-^f-;u-2- (4-v^da^7i-;I/) 
4 = — i )V) x^y) 7xx^) Si' ^f^XXfil' 




TLC : Rf 0.67(^^r-9-> : SSxf^=2 II); 

NMR (CDCI3) : 8 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
20 6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 
7.0 Hz, 2H), 2.55 (m, 1H), 2.36 (s, 3H), 1.73-7.87 (m, 4H), 1.30-1.60 (m, 6H) 0 



mmi (iQ5) 

2- (3- (2- (5 -^f-^- 2 - (3-^DD-4->f^7i-;V) * 
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5 TLC : Rf 0.53 (^-fr > : ft»xf/l/= 2 II); 

NMR (CDa 3 ) : 5 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 8.0, 1.8 Hz, 1H), 7.28 (d, 
J = 8.0 Hz, 1H), 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.23 (t, J = 6.7 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.96 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 2.37 (s, 3H) 0 

10 Iffil (10 6) 

2- (3- (2- (5-^^-2- (4-y^f^7^7i-;l/) 




15 

TLC : Rf 0.31 : &&J^-)ls= 2 I 1); 

NMR (CDC1 3 ) : S 7.84 (d, J = 9.0 Hz, 2H), 7.21 (m, 1H), 6.78-6.87 (m, 3H), 6.71 

(d, J = 9.0 Hz, 2H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3.01 (s, 6H), 
2.95 (t, J = 6.8 Hz, 2H), 2.34 (s, 3H) 0 

20 

IMJ (10 7) 

2- (3- (2- (5-if^-2-7x-Jl/t+tV'-JV- 4 ->T;U) J. h 
^y) 7i-JP) WflSt • ^f/l/x^fA' 
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TLC : Rf 0.61 I 1 1) I 

5 NMR (CDC1 3 ) : 5 7.94-8.04 (m, 2H), 7.37-7.50 (m, 3H), 7.21 (m, 1H), 6.76-6.89 

(m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 Hz, 3H) e 

mmmi doa) 

10 2- (3- (2- (5->^fl'-2- (4-r^;U7x-;u) **-9-v*-;u- 
4-^i)V) x^y) 7x-;u) gfc$ • ff-frJ-ZTfr 




H 3 C 

15 TLC : Rf 0.62 V \ SSifA'= 2 : 1); 

NMR (CDCI3) : 5 7.88 (d, J = 8.6 Hz, 2H), 7. 16-7.28 (m, 3H), 6.76-6.90 (m, 3H), 
4.23 (t, J = 6.8 Hz, 2H), 3.69 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.64 (t, J 
= 7.0 Hz, 2H), 2.36 (s, 3H), 1.62 (m, 2H), 1.34 (m, 2H), 0.93 (t, J = 7.4 Hz, 3H) 0 

20 mm 1 fio9) 

2- (3- (2- (5-* J f-A>-2- (4-^do7i-JP) i^tV-^- 
4-^f;u) iKy) 7x-;w) ffcg£ • ^f-;uix-f;i/ 
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TLC : Rf 0.54 I S»xfjl/=2 : 1)1 

NMR (CDQ 3 ) : S 7.91 (d, J = 8.6 Hz, 2H), 7.40 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96(t, J = 6.6 
Hz, 2H), 2.37 (s, 3H) Q 

I t fli (110) 

2- (3- (2- (5-^;U-2- (ft7x>-2->f^) 
10 -4->f)U) x^y) 7x-;i/) gfcg& • ^f;Px^f;V 




TLC : Rf 0.43(^^r^> : ftKxf-;W=2 : 1)1 
15 NMR (CDC1 3 ) : S 7.58 (dd, J = 3.7, 1.2 Hz, 1H), 7.36 (dd, J = 5.2, 1.2 Hz, 1H), 

7.22 (m, 1H), 7.08 (dd, J = 5.2, 3.7 Hz, 1H), 6.77-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 
2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

m m n 1 (in) 

20 2- (3- (2- (5 - ^f-^-2 - (77>-2-^f;i/) **W-)i<- 4 
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TLC : Rf 0.33 I ft|fcxf-jl,= 2 : l); 

NMR (CDCI3) : S 7.51 (m, 1H), 7.21 (m, 1H), 6.92 (d, J = 3.4 Hz, 1H), 6.78-6.87 
5 (m, 3H), 6.50 (dd, J = 3.4, 1.8 Hz, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

mm 1 (112) 

2- (3- (2- (5-^^-2- (f'Jy>-2-^l/) ***fV*-)V- 
10 4-^f;w) x^y) 7i-*) Sfcgg • ^f;vx7f;v 




TLC : Rf 0.57 (ftKlf*') ; 
15 NMR (CDa 3 ) : 5 8.70 (m, 1H), 8.05 (m, 1H), 7.78 (ddd, J = 7.8, 7.8, 1,6 Hz, 1H), 

7.31 (m, 1H), 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 
3.57 (s, 2H), 3.00 (t, J = 6.6 Hz, 2H), 2.43 (s, 3H) 0 

mmm 1 (113) 

20 2 - (3 - (2 - (5-^^-2- (2-^ Wx-;v) 

4--f;U) Jih^rv) 7x-;U) fti^f^XXfil' 
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CH 3 



TLC : Rf 0.76 (^-f > I ^JCf-;i/=2 : 1); 

NMR (CDC1 3 ) : S 7.91 (m, 1H), 7. 19-7.34 (m, 4H), 6.78-6.87 (m, 3H), 4.25 (t, J = 

5 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.8 Hz, 2H), 2.65 (s, 3H), 2.37 (s, 
3H) 0 

mm 1 M14) 

2 - (3 - (2 - (5-^f-;u-2 - (3 f;P7x-;i/) ^-^^y-^- 
10 x^v) 7x-)P) ii->f^f^ 




H 3 C 

TLC : Rf 0.55 (^+-9- > : Ri®a^;i/=2 : 1); 
15 NMR (CDCI3) : <5 7.75-7.82 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.86 (m, 3H), 4.24 

(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H), 
2.37 (s, 3H) 0 

•mm u 1 5 ) 

20 2 - (3 - (2 - (5->f-;u-2- (4-hV7;^o^f;V7x-;i/) * 
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TLC : Rf 0.57 I gfcB£xf-;U = 2 : 1); 

NMR (CDC1 3 ) : 6 8.09 (d, J = 8.4 Hz, 2H), 7.68 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H) 0 

mm (I 1 6) 

2- (3- (2- (5-**A'-2- (4-7^n7x-)l/) 
10 x^y) 7x-)P) S^-^f^fil' 




TLC : Rf 0.51 {^**ty '. ^xf-;i/=2 : 1); 
15 NMR (CDC1 3 ) : 8 7.91-8.04 (m, 2H), 7.05-7.24 (m, 3H), 6.75-6.92 (m, 3H), 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H)o 

mm (117) 

2- (3- (2- (5->^^-2- (4-y7;7x-^) ^^-y-^- 
20 4 -^;U) xh^rv) 7x-;i/) ^-^f-^x^r^ 
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TLC : Rf 0.37 (^4r* > : ftKxfA/= 2 I 1 ) ; 

NMR (CDC1 3 ) : <5 8.07 (d, J = 8.8 Hz, 2H), 7.71 (d, J = 8.8 Hz, 2H), 7.22 (m, 1H), 

6.78-6.87 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 
5 6.6 Hz, 2H), 2.40 (s, 3H) 0 

mm (118) 

2- (3- (2- (5-/^)^-2- (4->^;U-l, 2, 3-f-TvTV 

-;i/-5-W;v) **-*V-;i/-4->i» J-h^v) 7x^^) gfc$-*^ 
10 /1/x.xtjI/ 



TLC : Rf 0.49(^**> : ftB?if-^=2 : 1) ; 
15 NMR (CDCI3) : S 7.22 (m, 1H), 6.78-6.87 (m, 3H), 4.23 (t, J = 6.2 Hz, 2H), 3.68 

(s, 3H), 3.58 (s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.2 Hz, 2H), 2.41 (s, 3H) C 

mi (xi 9) 

2- (3- (2- (5 -^f-^-2 - (2, 3, 5, 6-f- h 77Jl/*n-4 
20 -^^7x^M **-*V-;U-4->f ^) xf^fy) 7x-;U) • * 




CH 3 



CH 3 
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F F 



TLC:Rf 0.58 : ftKxf^=2 : 1) ; 

NMR (CDC1 3 ) : 8 7.20 (m, 1H), 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H), 2.33 (s, 3H) Q 

mm (12 0) 

2- (3- (2- (5-*1-)l>-2- (3-- ^7xzjV) t 




TLC : Rf 0.33(^^r^> : S^^f-;i/=2 : l); 

NMR (CDCI3) : S 8.55 (d, J = 1.6 Hz, 1H), 8.09 (dd, J = 8.0, 1.6 Hz, 1H), 7.41 (d, 

J = 8.0 Hz, 1H), 7.19 (m, 1H), 6.70-6.88 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.64 (s, 3H), 2.40 (s, 3H) e 

mMM 1 (12 1) 

2- (3- (2- (5-^^;u-2-v^o^^rv;l/^^-^y-;i/-4--f;i/) 
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TLC : Rf 0.50 (^*y-> ft||xf-^=2 : 1); 

NMR (CDC1 3 ) : d 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
5 (s, 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H), 2.69 (m, 1H), 2.24 (s, 3H), 1.96-2.08 
(m, 2H), 1.20-1.86 (m, 8H) 0 

m m (1 2 2) 

2- (3- (2- (5-*f-*-2-->*n*>f-j|/** , fr*/-A>-4->f/l') 
10 xh^V) 71^) 




tlc : Rf o.50(^*-^> : ftKif-;w=2 : l); 

15 NMR (CDCI3) : <S 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
(s, 3H), 3.58 (s, 2H), 3.11 (m, 1H), 2.86 (t, J = 6.7 Hz, 2H), 2.24 (s, 3H), 1.58-2.12 
(m, 8H) 0 

mm (1 2 3) 

20 2 - (3 - (2 - (5 ->^^-2- (4-^>f^7xx;v) )V 
-4--f;u) xh*-» 7x-ju) ^•^^l/xxf;!' 
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TLC : Rf 0.55(^*4)-> I g{=B£.x?-;i,= 2 \ \)\ 

NMR (CDCl 3 ) : 8 7.88 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.17 (m, 1H), 

5 6.70-6.88 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz, 2H), 2.63 (t, J = 7.6 Hz, 2H), 2.36 (s, 3H), 1.64 (m, 2H), 1.20-1.42 (m, 4H), 
0.89 (t, J = 6.6 Hz, 3H) 0 

Wmi (124) 

io 2- (3- (2- (5 -^7-^-2- (tp; yy-A-jfr) **w-)i>- 




15 TLC : Rf 0.22 I gfc$i?-;W = 1 : 1 ) ; 

NMR (GDC1 3 ) : d 8.90 (d, J = 6 Hz, 2H), 7.85 (d, J = 6 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3. 10 
(s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.45 (s, 3H) 0 

20 Wmi (12 5) 

2- (3- (2- (5-^f-^-2- (fcfV v>-3 **^V*-;U- 
4--f;w) xf^y) 7x-;i/) gj=$ • 3.7.7- )\> 
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TLC : Rf 0.33 ■*■»*- > : S^if^= 1:3)1 

NMR (CDC1 3 ) : S 9.22-9. 18 (m, 1H), 8.61 (dd, J = 5.0 Hz, 1.8 Hz, 1H), 8.25-8. 19 
5 (m, 1H), 7.37-7.16 (m, 2H), 6.85-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.66 (s, 3H), 
3.56 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

m m 1 (12 6) 

2- (3- (2- (5-*T)l<-2- (h''Jy>-4-^;V) ***)rV-fr- 
10 4-4/10 xh^) 7x-JP) W&i- tTA'X'Xf-n' 




Rf 0.25 (^**9" > I ftftxf^= 1 I 3 ) I 
15 NMR (CDCI3) : 5 8.71-8.67 (m, 2H), 7.83-7.80 (m, 2H), 7.26-7. 17 (m, 1H), 6.86- 

6.79 (m, 3H), 4.24 (t, J - 6.4 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H)o 

mm (12 7) 

20 2 - (3 - (2 - (5 -^^/U-2 - (4 f-)V\£^y 9 J> - 1 -4 )V) f- 
7 7-^-4-^^) x^y) 7x-;U) gj=$ • ^ f-/P x*r;l/ 
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TLC : Rf 0.39(^on^;Ui, : ^ ^y-;u=2 0 : 1) ; 

NMR (CDC1 3 ) : S 7.21 (m, 1H), 6.77-6.85 (m, 3H), 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 

5 (s, 3H), 3.58 (s, 2H), 3.42 (m, 4H), 2.94 (t, J = 7. 1 Hz, 2H), 2.50 (m, 4H), 2.33 (s, 
3H), 2.25 (s, 3H) 0 

(12 8) 

2- (3- (2- (5-^f^-2-7x-;^W-^-4-^V) x)« 

10 ^y) 7x^)M h^rv) t-rw^f^ 




TLC : Rf 0.79 (gfcggx^;U : ^*V>= 1 ! 1); 
15 NMR (CDCI3) : 8 7.98 (m, 2H), 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
6.95-6.80 (m, 3H), 4.58 (s, 2H), 4.25 (t, J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 1.47 (s, 9H)o 

mmm\ n 2 <n 

20 2 - (3 - (2 - (5-^^-2 - (bfV v >-3 *#tv-^- 



137 



WO 99/46232 



PCT/JP99/01134 




TLC : Rf O.U(^*y-> : ftixf-^= 1 : 2) ; 

NMR (CDC1 3 ) : S 9.20 (d, J = 2 Hz, 1H), 8.65 (dd, J = 5, 2 Hz, 1H), 8.25 (m, 1H), 
5 7.35 (m, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

mm 1 (130) 

2- (3- (2- (5->f-;u-2 - (4-^fW7xiM **-9-v- 




TLC : Rf 0.39 (^*^> 1 ffiKxf-A/= 2 I 1); 
15 NMR (CDCI3) : 8 7.88 (d, J = 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H), 7. 17 (dd, J = 

7.8, 7.6 Hz, 1H), 6.70-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) 0 

20 2 - (3 - (2 - (5-^^-2-y^07 J ot>tW-;i'-4-'f;l') 
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TLC : Rf 0.39 : ^i^;U= 1 : 1); 

NMR (CDC1 3 ) : 6 7.26-7. 16 (m, 1H), 6.85-6.76 (m, 3H), 4. 14 (t, J = 6.8 Hz, 2H), 
5 3.68 (s, 3H), 3.57 (s, 2H), 2.83 (t, J = 6.8 Hz, 2H), 2.21 (s, 3H), 2.04-1.90 (m, 1H), 
1.01-0.89 (m, 4H) 0 

2- (3- (2- (5 ->^;u-2 - (4--hn7x^) t^-^-V-JU- 

10 4 — f ^) xb^y) ft|!^f;i/xxf;v 




TLC : Rf 0.57 I ^xf^=4 I 3) ; 

15 NMR(CDa 3 ): 6 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (m, 1H), 
6.77-6.87 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.86 (s, 3H), 3.58 (s, 2H), 3.00 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

mm (I 3 D 
20 2 - (3 - (2 - (5 -^f-^-2 - {*J V >-2 ->f;v) 
4--f;u) xh+y) 7x-;u) Hig- *7-;wr.*f 
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TLC:Rf 0.38 (<^*V> ! ^f^=4 : 3) ; 

NMR (CDC1 3 ) : S 8.17-8.29 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
5 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 
3.05 (t, J = 6.6 Hz, 2H), 2.49 (s, 3H) 0 

(13 4) 

2- (3- (2- (5-^f-^-2- (3-hV7^n^b^y7xz^) 
10 ***)-V-)V- 7i-*) SK^f^f^ 




TLC : Rf 0.46 I SSif«'= 2 I 1); 

15 NMR (CDCI3) : 8 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.82 (m, 1H), 7.45 (t, J = 
7.8 Hz, 1H), 7.28-7.17 (m, 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H) 0 

iiU (135) 

20 2 - (3 - (2 - (5 ->f"^- 2 - (2-h'J7Wnn+y7x^jl') 

140 



WO 99/46232 



PCT/JP99/01134 




TLC : Rf 0.43 : ftRxfA/= 2 II); 

NMR (CDC1 3 ) : 5 8. 11-8.04 (m, 1H), 7.49-7.31 (m, 3H), 7.27-7. 16 (m, 1H), 6.88- 
5 6.76 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.6 Hz, 
2H), 2.39 (s, 3H) 0 

2- (3- (2- (4-^f;i/-2-7x^mV-;i'-5-^P) a: h 
10 +y) 7i-^) ftS-^^fil' 




TLC : Rf 0.37 (^^"9- > I Sfe&xf-/U= 2 I 1); 
15 NMR (CDCI3) : 5 8.02-7.95 (m, 2H), 7.49-7.38 (m, 3H), 7.28-7.18 (m, 1H), 6.90- 

6.77 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 16 (t, J = 6.8 Hz, 
2H), 2.22 (s, 3H) 0 

mmmi a 3 7) 

20 2- (3- (2- (5 -^f-^-2 - (1, z 4 yyv-*>-4 ;u) 
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TLC : Rf 0.83 : ft8xfA/= 1 : 1); 

NMR (CDC1 3 ) : S 7.51 (dd, J = 8.0, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.24 (t, 

5 J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t, J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J = 6.8 Hz, 2H), 2.35 (s, 3H), 1.48 (s, 9H) Q 

mm 

2- (3- (4- (4-^f^7x^) f77-;l'-2-'fW|> + y) 7 

10 ^-n,*****) mat 




mWil"Cm&Lt:{t&® (0.51 g) ^^y^-rh7tKn77> 

15 (8mu 1 : 1) o^mmzmmi, 2N-*«ftth'ifA*»« 
(3.2ml) *;&nx.-c, aa-c3^nMw*Lfc. aeft^»»»cia»*iHiiLT, 

Ktti:L/:t, BtKif^TitULfco *fifli«[«:*UJ: Steffi 

U TE*tt***+***«flS*» (0.39 g) *t#fc e 
20 TLC : Rf 0.37 (g£$x?-;i,) ; 

NMR (CDCI3+4 drop of CD3OD) : S 7.77 (2H, d, J=8.0Hz), 7.45 (1H, s), 7.23- 
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7.31 (3H, m), 6.91-7.05 (3H, m), 5.42 (2H, s), 3.83 (2H, s), 3.08 (2H, s), 2.39 (3H, 

S)o 

mmm\^m^.Ltzit^m<o^t>^\z%mm\ en -mmmi (137) 

6- (3- (4- (4-^f^7i-^) f7 , /-Jl'-2-^^ b*v) 7 



TLC : Rf 0.41 (/\^y \ ^x^^= 1 : 1); 

NMR (CDC1 3 ) : d 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.28-7.16 (3H, m), 6.90- 
6.78 (3H, m), 5.42 (2H, s), 2.60 (2H, t, J=7.5Hz), 2.39 (3H, s), 2.34 (2H, t, 
J=7.5Hz), 1.76-1.54 (4H, m), 1.46-1.24 (2H, m) 0 

mML2 (2) 

5- (3- (tT7x-;P-4 -4 h4rv) 7i-il') ^>*:/$ 
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TLC : Rf 0.49 (ftRxf-AO \ 

NMR (CDCI3) : S 7.58-7.64 (4H, m), 7.35-7.53 (5H, m), 7.21 (1H, m), 6.78-6.84 

5 (3H, m), 5.09 (2H, s), 2.62 (2H, t, J=7.0Hz), 2.38 (2H, t, J=7.0Hz), 1.64-1.72 (4H, 
m) 0 

*faM2 (3) 

4- (3- (Vf7x-;u-4 -4)\<* 7i-^) 

10 



TLC : Rf 0.67 (g^gg-^ fr) ; 

NMR (d 6 -DMSO) : 8 7.62-7.66 (4H, m), 7.31-7.51 (5H, m), 7. 14 (1H, dd, J=7.5, 

15 7.5Hz), 6.71-6.82 (3H, m), 5.07 (2H, s), 2.52 (2H, t, J=7.0Hz), 2.06 (2H, t, 
J=7.0Hz), 1.74 (2H, tt, J=7.0, 7.0Hz) o 

m ML2 (4) 

4- (3- (4- (4-^f^7i-*) f7/-;i/-2-'fJV^ h^y) 7 
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5 TLC : Rf 0.63 (ft»x^ ;P) ; 

NMR (CDC1 3 ) : 8 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.23 (2H, d, J=8.0Hz), 
7.22 (1H, m), 6.81-6.88 (3H, m), 5.41 (2H, s), 2.66 (2H, t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t, J=7.5Hz), 1.96 (2H, tt, J=7.5, 7.5Hz) 0 

10 mm (5) 

4- (3- (2- (5 f-;u- 2 -7x-^t+t7-;v- 4 --f ;i0 xf 




15 

TLC : Rf 0.47 (&&xf-;i/) ; 

NMR (CDCI3) : <? 7.94-8.02 (2H, m), 7.39-7.48 (3H t m), 7.18 (1H, m), 6.72-6.78 
(3H, m), 4.23 (2H, t, J=6.6Hz), 2.98 (2H, t, J=6.6Hz), 2.64 (2H, t, J=7.2Hz), 2.38 
(3H, s), 2.35 (2H, t, J=7.2Hz), 1.95 (2H, tt, J=7.2, 7.2Hz) 0 

20 

mm (6) 
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6- (3- (2- (5-^f^-2-7x-WW-^-4 — i)V) Juy 
7i-iV) ^^Mf^K 



TLC : Rf 0.41 on*;UA : ^^y-;i/= 15 11); 

NMR (CDC1 3 ) : 5 8.02-7.91 (2H, m), 7.49-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.78-6.69 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J=7.5Hz), 2.38 (3H, s), 2.34 (2H, t, J=7.5Hz), 1.75-1.54 (4H, m), 1.45-1.25 (2H, m) 0 

^*fe^2 (7) 

5- (3- (2- (5-^^-2-7x^tW-;i/-4->f^) 
4rv) 7i-Jl/) ^>*>|£ 



TLC:Rf 0.36(^nn*;l/^ : ^^y-;u= l 5 : l); 

NMR (CDC1 3 ) : S 8.04-7.92 (2H, m), 7.49-7.36 (3H, m), 7.17 (1H, t, J=8.0Hz), 

6.78-6.68 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.68-2.53 (2H, m), 
20 2.45-2.30 (5H, m), 1.79-1.56 (4H, m)„ 

•mm 

2- (3- (3- (b'7z-;v-4-f^Mh*v) 7I-JP) ynf^ft) 
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5 TLC : Rf 0.38 n n : * 9 J -fr= 1 0 I 1 ) ; 

NMR (CDC1 3 ) : 8 7.35-7.64 (9H, m), 7.22 (1H, m), 6.78-6.86 (3H, m), 5.09 (2H, 
s), 3.25 (2H, s), 2.70 (2H, t, J=7.5Hz), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 
7.5Hz) 0 

10 n m M2 (9) 

2- (3- (3- (4- (4->f;l'7x-^) f7/-^-2 -4 fr* 
v) 7i-;i/) 7*on>ft) gfc$ 




15 

TLC : Rf 0.41 (^on*H I ^ *y-;i/ = 1 0 : 1) ; 

NMR (CDCI3) : £ 7.75 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.18-7.26 (3H, m), 6.80- 

6.91 (3H, m), 5.44 (2H, s), 3.23 (2H, s), 2.71 (2H, t, J=7.4Hz), 2.65 (2H, t, 
J=7.4Hz), 2.38 (3H, s), 1.93 (2H, tt, J=7.4, 7.4Hz) 0 
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'UfoM 2(10) 

6- (2- (2- (5 2 - 7x-HW-A'-4 -4 fr) J- Y 



TLC : Rf 0.50(^nn*;UA : ^^y-;u=i 0:1); 

NMR (CDC1 3 ) : 8 7.95-8.00 (2H, m), 7.39-7.44 (3H, m), 7.07-7. 17 (2H, m), 6.81- 
10 6.88 (2H, m), 4.23 (2H, t, J=6.7Hz), 3.00 (2H, t, J=6.7Hz), 2.57 (2H, t, J=7.3Hz), 
2.37 (3H, s), 2.30 (2H, t, J=7.4Hz), 1.46-1.69 (4H, m), 1.22-1.40 (2H, m) 0 

mm (ID 

2- (3- (fcf7x-JU-4->OM h*v) 7i-)Mf^f^) f^JSt 

15 



TLC : Rf 0.39 (ffcKx?-;i/) ; 

NMR (CDCI3) : S 7.60-7.64 (4H, m), 7.22-7.53 (6H t m), 6.89-7.02 (3H, m), 5. 11 





OH 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s) 0 
mm (1 2) 

2- (3- (2- (5 -*?-;u-2 -7 jL-;u**-tv*-;i/-4 -4 ;u) x]> 
5 *v) 7i-;Mf^ft) gfc$ 




TLC : Rf 6.33 (ffc$xf-;U) ; 
10 NMR (CDC1 3 ) : S 7.95-8.00 (2H, m), 7.40-7.47 (3H, m), 7.21 (1H, dd, J=8.0, 
8.0Hz), 7.03 (1H, dd, J=2.0, 1.0Hz), 6.88 (1H, ddd, J=8.0, 3.0, 2.0Hz), 6.81 (1H, 
ddd, J=8.0, 3.0, 1.0Hz), 4.28 (2H, t, J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s), 2.98 (2H, 
t, J=7.5Hz), 2.39 (3H, s)o 

15 mmm as) 

5- (2- (2- (5 - ^- 2 - 7x-;^ W/-^-4 ^) -Xh 
^y) 7i-^) soirv&i 




20 

TLC:Rf 0.58 (^nn^;uA : ^ ^y-;i/=g : l) ; 

NMR (CDCI3) : d 8.00-7.95 (2H, m), 7.50-7.35 (3H, m), 7.20-7.05 (2H, m), 6.90- 
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6.80 (2H, m), 4.25 (2H, t, J = 7 Hz), 3.05 (2H, t, J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s), 2.35 (2H, t, J = 6 Hz), 1.80-1.50 (4H, m) 0 

mm 2(14) 

5 6- (2- (4- ^-7^-2-^^ 7 




10 TLC : Rf 0.76 (WfM^^) 

NMR (CDC1 3 ) : S 7.79 (2H, d, J=8.4Hz), 7.44 (1H, s), 7.15-7.26 (4H, m), 6.91- 

6.98 (2H, m), 5.41 (2H, s), 2.73 (2H, t, J=7.4Hz), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H, m), 1.37-1.52 (2H , m) 0 

15 Mm 2(15) 

2- (3- (3- (2- (5->f-^-2-7x-)Vt^ty'-;i-4-^l/) 




TLC : Rf 0.42(^nn*;WA : * $ J -)\,= io: l) ; 
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NMR (CDC1 3 ) : $ 7.94-7.98 (m, 2H), 7.41-7.44 (m, 3H), 7.16 (dd, J = 7.7, 7.7 Hz, 
1H), 6.89 (m, 1H), 6.72-6.76 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H), 3.01 (t, 
J = 7.2 Hz, 2H), 2.72 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 1.94 
(tt, J = 6.7, 6.7 Hz, 2H) 0 

5 

mmn a (?) 

2- (3- (2- (tT7i-;P-4 xf-^ry) 7 i f-^f-*) 



10 




tlc : Rf o.43(^nn*;uA : **;-)v=\ o : l); 

NMR (CDCI3) : $ 7.52-7.61 (m, 4H), 7.34-7.47 (m, 5H), 7.23 (dd, J = 8.0, 8.0 Hz, 
1H), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H), 3.14 (t, J = 6.8 Hz, 
15 2H), 3.11 (s, 2H) 0 

2(17) 

2- (4 -^nn-3 - (2- ( 5 -* 2 -7 jL-frt^V-fr- 4 

20 
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TLC : Rf 0.38 (7ft: * 9 J-fr \ ^do^A=1 : 10 : 100); 
NMR (CDC1 3 ) : $ 7.99 (m, 2H), 7.50-7.40 (m. 3H), 7.28 (d, J = 8.0 Hz, 1H), 7. 15 
(d, J = 2.0 Hz, 1H), 6.82 (dd, J = 8.0, 2.0 Hz, 1H), 6.30 (br., 1H), 4.38 (t, J = 6.5 Hz, 
2H), 3.85 (s, 2H), 3.18 (s, 2H), 3.03 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) 0 



m m LUlL 

2- (4-*nn-3- (4- ( 4 - * f-fr"7 x-;u) T7V-)V- 2 -4 )V 



tlc : Rf 0.42 (tJc : > 9 >> -A> : 9 n n = 1 : 10: 100); 

NMR (CDCI3) : 5 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. 1H), 7.33 (d, J = 8.0 Hz, 1H), 
7.22 (d, J = 8.0 Hz, 2H), 7. 11 (d, J = 2.0 Hz, 1H), 6.91 (dd, J = 8.0, 2.0 Hz, 1H), 
15 5.50 (s, 2H), 3.80 (s, 2H), 3.04 (s, 2H), 2.37 (s, 3H) C 

1112 (19) 

2- (3- (t£7i-;i'-4 -A )V* b*v) -4-^DD7x-JMW 



5 



10 
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OH 



TLC : Rf 0.34 (fr : * ? S - )U : ? v u frfr £, = 1 : 10: 100); 
NMR (CDC1 3 ) : 6 7.65-7.35 (m, 9H), 7.33 (d, J = 8.0 Hz, 1H), 7.01 (d, J = 2.0 Hz, 
5 1H), 6.87 (dd, J = 8.0, 2.0 Hz, 1H), 5.20 (s, 2H), 3.79 (s, 2H), 3.02 (s, 2H)„ 

'mmm 2 (20) 

2- (3- ( (2E) -3- (tf7i-;w-4 7*n^-;i/^-^i/) 7 



TLC : Rf 0.29(^nn*;i/A : ^ ^y-;u= 10: 1) ; 

NMR (CDCI3) : S 7.22-7.62 (m, 10H), 6.74-6.97 (m, 4H), 6.45 (dt, J = 16.0, 5.6 
15 Hz, 1H), 4.73 (d, J = 5.6 Hz, 2H), 3.84 (s, 2H), 3.12 (s, 2H) C 



mm (21) 

2- (3- (3- (k , 7i-;l/-4-'fil') rn#*-» 7x^JMfJbft) 



10 
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TLC : Rf 0.29 nn*;UA : 2 Q ; l); 

5 NMR (CDC1 3 ) : 8 7.19-7.61 (m, 10H), 6.78-6.93 (m, 3H), 4.00 (t, J = 6.1 Hz, 2H), 
3.82 (s, 2H), 3.12 (s, 2H), 2.86 (t, J = 7.6 Hz, 2H), 2.14 (tt, J = 7.6, 6.1 Hz, 2H) 0 

mmm (22) 

2- (3- (2- (5-^W-2-7x^i^v'Hi,-4-^^ j_y 
10 *v) 7x-)P) *1-frX-*T)\< 




TLC : Rf 0.52 nn*;l/i* ; j?;-)U=9 I l) | 
15 NMR (CDCI3) : S 8.00-7.90 (m, 2H), 7.45-7.35 (m, 3H), 7.20 (t, J = 7.5 Hz, 1H), 

6.90-6.75 (m, 3H), 4.20 (t, J = 7 Hz, 2H, ), 3.60 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.35(s, 3H) 0 

mm (2 3) 

20 2 - (3 - (t'7x-Jl/-4-^;M h^v) fcf'J v>-5--f )H?-)l>+*) 
ft® 
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OH 



TLC:Rf 0.14 (tK I ^ 9 J -fr \ 9 n D#/UA = i ': io: 100); 
5 NMR (DMSO-de) : S 8.27 (d, J = 3.0 Hz, 1H), 8. 12 (d, J = 1.5 Hz, 1H), 7.75-7.30 
(m, 10H), 5.23 (s, 2H), 3.83 (s, 2H), 3.15 (s, 2H) 0 

3g*fcg»2 (2 4) 

2- (3- (4' -7'ntf;nf7i-;v-4 -A )V * h*v) 7x-JMfJI/ 
10 **) Bfc® 



TLC : Rf 0.41 (St^if-fl') ; 
15 NMR (CDC1 3 ) : S 7.60 (d, J = 8.3 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd, J = 7.8, 7.8 Hz, 1H), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5. 10 (s, 2H), 3.83 (s, 2 H), 3. 10 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 1.68 (tq, J = 
7.4, 7.4 Hz, 2H), 0.97 (t, J = 7.4 Hz, 3H) e 
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m m (25) 

2- (3- (4- (fcf'J v>-4 ^) 7i-W b*v) 7x^;Mf;P 



5 




TLC : Rf 0.47 (^nn*;i/A : p« ^y-;i/= 5 I 1) ; 

NMR (CDC1 3 + 17 drops of CD3OD) : 8 8.53 (d, J = 5.8 Hz, 2H), 7.61 (d, J = 8.0 
Hz, 2H), 7.49-7.52 (m, 4H), 7.18 (dd, J = 7.7, 7.7 Hz, 1H), 6.80-6.95 (m, 3H), 5.07 
10 (s, 2H), 3.76 (s, 2H), 3.02 (s, 2H) 0 

ft 

**fcS» 2(26) 

2- (3- (4- (If; *y>-Z-4 )V) 7i-JMI«^i') 7z-)Mf)l/ 




TLC : Rf 0.44(?nn#;W4 : * *y-;i,= 5 : 1) ; 

NMR (DMSO-d 6 ) : 5 8.88 (d, J = 1.5 Hz, 1H), 8.56 (dd, J =4.8, 1.5 Hz, 1H), 8.05 
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(m, 1H), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J = 8.0 Hz, 2H), 7.48 (m, 1H), 7. 19 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.86-6.9 9 (m, 3H), 5.11 (s, 2H), 3.73 (s, 2H), 2.99 (s, 2H) G 

nm m (27) 

5 2- (3- (4- (1, Z-Vir**H >r>-5-<<1l') 7x-;i/pl h**>) 
7x-iV^f^ft) Soffit 




10 TLC : Rf 0.28(*on*;UA : *9J-)V=\ 0 : l); 

NMR (CDCI3) : S 7.53 (d, J = 8. 1 Hz, 2H), 7.47 (d, J = 8. 1 Hz, 2H), 7.26 (dd, J = 

7.8, 7.8 Hz 1H), 6.86-7.07 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H) 0 

15 Sfifcfll2 (2 8) 

2- (3- (4- <tf V 9 J>-2-4*) 7x-W^y) 7x-;Mf)P 
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TLC : Rf 0.50(^nn*;UA : ^ ^y-;u= 10 : 1) ; 

NMR (CDC1 3 +3 drops of CD 3 OD) : S 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz. 1H), 7.90 (d, 
J = 8.6 Hz, 2H), 7.67-7.82 (m, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.18-7.29 (m, 2H), 
5 6.84-6.94 (m, 3H), 5.13 (s, 2H), 3 .77 (s, 2H), 3.00 (s, 2H) Q 

(2 9) 

2- (5- (t'7x-^-4 — f h#y) -2--hn?x-JMW 

*) wm 



TLC : Rf 0.40(^nn*;i/A : J? y-)U = 10: 1) ; 

NMR (CDCI3) : 8 8.16 (d, J = 9.0 Hz, 1H), 7.56-7.65 (m, 4H), 7.32-7.51 (m, 5H), 

15 7.04 (d, J = 2.8 Hz, 1H), 6.99 (dd, J = 9.0, 2.8 Hz, 1H), 5.21 (s, 2H), 4.25 (s, 2H), 
3.09 (s, 2H) 0 

mmm (3 pj 

2- (3- (£7x-;u-4->OM h + y) -4--Fo7x-;Mf;l'f 
20 *) &® 
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0 2 N 



OH 



TLC : Rf 0.25(^an^;i/A : ^^y-;W=l 0 : 1); 

NMR (CDC1 3 ) : S 7.85 (d, J = 8.4 Hz, 1H), 7.35-7.64 (m, 9H), 7.17 (d, J = 1.6 Hz, 
5 1H), 7.00 (dd, J = 8.4, 1.6 Hz, 1H), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H) Q 

I M2 (3 1) 

2- (3- (4- (1, 3-vt+t'f>^>-4-^;v) 7x^)M h*v) 



TLC : Rf 0.35(^nD*;UA : ^ ^y-;w= 1 0 : 1) ; 

NMR (CDC1 3 ) : $ 7.73 (d, J = 8.5 Hz, 2H), 7.50 (d, J = 8.5 Hz, 2H), 7.25 (dd, J = 
15 8.0, 8.0 Hz, 1H), 6.80-7.08 (m, 6H), 6.01 (s, 2H), 5. 11 (s, 2H), 3.82 (s, 2H), 3.08 (s, 
2H) 0 

mmm2 (3 2) 

2- (3- (2 -7 x-wy-;v-4 ->f;i/^ h^rv) 7x-;Mf;i/f 



10 
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5 TLC : Rf 0.42 n d : > ? J -)^= 1 0 : 1 ) ; 

NMR (CDC1 3 ) : d 8.80 (brs, 1H), 7.90-7.96 (m, 2H), 7.40-7.45 (m, 3H), 7.32 (s, 
1H), 7.25 (dd, J = 7.8, 7.8 Hz, 1H), 6.89-7.03 (m, 3H), 5.27 (s, 2H), 3.82 (s, 2H), 
3.09 (s, 2H) 0 

10 mttM2 (3 3) 

2- (3- (2- (5 2 - (4-^f;l/7x-^) ^^^-/U- 




15 

TLC : Rf 0.42(^nn^;l/A : ^^y-;u=i 0 : l); 

NMR (CDCI3) : 5 7.86 (d, J = 8.0 Hz, 2H), 7.25-7. 17 (m, 3H), 7.07 (s, 1H), 6.88 

(d, J = 7.8 Hz, 1H), 6.80 (dd, J = 8.0, 1.4 Hz, 1H), 4.29 (t, J = 7.7 Hz, 2H), 3.87 (s, 
2H), 3.18 (s, 2H), 2.96 (t, J = 7.7 Hz, 2H), 2.39 (s, 3H), 2.37 (s, 3H) C 

20 

mm (3 4) 

2- (3- (2- (2-7x^f7V-^- 4 -Afr) x^^y) 7i-Jl^ 
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TLC : Rf 0.46(^nn^;Ui, : ^ ^y-;i,= l 0 I 1) ; 
5 NMR(CDa 3 ): S 7.90-7.95 (m, 2H), 7.39-7.46 (m, 3H), 7.23 (dd, J = 7.8, 7.8 Hz, 

1H), 7.08 (s, 1H), 6.81-6.98 (m, 3H), 4.38 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 3.30 (t, J 
= 7.0 Hz, 2H), 3.12 (s, 2H ) c 

(3 5) 

10 2- (3- (2- (5 - (4-h'J7^n>f;i/7j-;i/) * 




15 TLC : Rf 0.27 n D A : * ? J -;l/= 1 0 \ 1 ) '; 

NMR (CDC1 3 ) : $ 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.22 - 6.79 

(m, 4H), 4.29 (t, J = 7.5 Hz, 2H), 3.86 (s, 2H), 3. 17 (s, 2H), 2.99 (t, J = 7.5 Hz, 2H), 
2.42 (s, 3H) 0 

20 (3 6) 

2- (3- (2- (2-7x-;i/tW-^-4-^JV) x^y) 71- 
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TLC : Rf 0.34(^nn^;i/A : > ^y-;i/= 1 0 I 1) ; 

NMR (CDC1 3 ) : S 7.99-8.04 (m, 2H), 7.58 (s, 1H), 7.42-7.47 (m, 3H), 7.23 (dd, J 
5 = 7.7, 7.7 Hz, 1H), 6.89-6.95 (m. 2H), 6.83 (dd, J = 7.7, 2.5 Hz, 1H), 4.30 (t, J = 7.1 
Hz, 2H), 3.84 (s, 2H), 3.14 (s, 2H), 3.08 (t, J - 7.1 Hz, 2H) C 

mm (3 7) 

2- (3- (2- (5 -^;U-2 - (4-7Wn7i;^) fr***/-* 
10 -4-^/1/) iKv) 7i^)MfWt) fm 




TLC : Rf 0.39(^nn*;i/A : * ? ;-)\,= 10: 1)1 
15 NMR (CDCI3) : 8 7.97 (dd, J = 8.8, 5.2 Hz, 2H), 7.24-7.07 (m, 3H), 6.97 (m, 1H), 
6.89 (d, J = 7.6 Hz, 1H), 6.79 (dd, J = 8.0, 1.8 Hz, 1H), 4.25 (t, J = 7.1 Hz, 2H), 
3.82 (s, 2H), 3.13 (s, 2H), 2.9 7 (t, J = 7.1 Hz, 2H), 2.37 (s, 3H) C 

m mi (38) 

20 2- (3- (2- (5 -^f-^-2 - (i, 3-v**y-'( )l>) 
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TLC : Rf 0.30 DO*H ! ^ 9 J-)V = 10! 1)1 

NMR (CDC1 3 ) : S 7.53 (d, J = 8.4 Hz, 1H), 7.44 (d, J = 2.0 Hz, 1H), 7.21 (t, J = 

5 7.9 Hz, 1H), 7.05 (s, 1H), 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) 0 

mmm2 (3 9) 

5- (3- (3- (5->f;i'-2-7x^tW-;i'-4-'f^ 7*D 
10 7i-^) 




TLC : Rf 0.63(^nn*;i/A : ^t^y-;U=9 : 1); 
15 NMR (CDCI3) : S 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7. 15 (m, 1H), 6. 80-6.70 

(m, 3H), 4.00 (t, J = 6 Hz, 2H), 2.75 (t, J = 7 Hz, 2H), 2.60 (m, 2H), 2.35 (m, 2H), 
2.30 (s, 3H), 2.15 (m, 2H), 1.75-1.60 (m, 4H) e 

UP) 

20 2 - (3 - (2 - (5 -^f"^-2- (4-^DD7x-;i/) 
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TLC : Rf 0.29(?nn*;i/A : > ^y-;i/= 1 0 I 1) | 

NMR (CDC1 3 ) : 8 7.92 (d, J = 8.8 Hz, 2H), 7.41 (d, J = 8.8 Hz, 2H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.02 (m, 1H), 6 89 (d, J = 8.0 Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3 86 (s, 2H), 3.16 (s, 2H) , 2.97 (t, J = 7.8 Hz, 2H), 2 39 (s, 3H) 0 

g*fc#ii2 (4 n 

2- (3- (5->f^-2-7xx;i/t^y-Jl'-4-^Mh + y) 7 
10 i^;u^A/f-*) 




TLC : Rf 0.37(^nn^;i/A : ^ ^y-;u=9 : 1) ; 
15 NMR (CDCI3) : S 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 7.05 (m, 1H), 6.95-6.85 (m, 2H), 5.05 (s, 2H), 3.80 (s, 2H), 3.15 (s, 2H), 2.45 
(s, 3H) 0 

m m (4 2) 

20 2 - (3 - (3 - (5 -^^-2-7x-^tn > /-^-4-^^) 7"n 
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TLC : Rf 0.42(^no^;i/i. : > ^y-;l/=9 : 1) ; 

NMR (CDC1 3 ) : 8 8.00 -7.90 (m, 2H), 7.45-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

5 1H), 6.95-6.85 (m, 2H), 6.80 (m, 1H), 4. 15 (t, J = 6.5 Hz, 2H), 3.85 (s, 2H), 3. 10 (s, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.30 (s, 3H), 2.10 (m, 2H) e 

mm (4 3) 

2- (3- (2- (5-^f*-2-7xiHW-*-4-'f >U) -x h 
10 +y) 7x-;W) - 2 -^f;l/yn/0|| 




TLC : Rf 0.51 (^no*;l/A : p< ^y-;w= i o : 1) ; 
15 NMR (CDQ 3 ) : 8 7.96-8.01 (m, 2H), 7.40-7.45 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 
1H), 6.92-6.98 (m, 2H), 6.78 (m, 1H), 4.22 (t, J - 6.6Hz, 2H), 2.98 (t, J = 6.6 Hz, 
2H), 2.36 (s, 3H), 1.57 (s, 6H ) 0 

mm (44) 

20 2 - (3 - (2 - (5 -^f"^-2- (2 -^f*7x-*) 
4-4*0 xh^y) 7x-;MfW) 
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TLC : Rf 0.38(^on*;i/A : >^y-;i/=i o : l); 

NMR (CDC1 3 ) : S 7.89 (m, 1H), 7.33-7. 17 (m, 4H), 6.99-6.79 (m, 3H), 4.29 (t, J = 
5 7.2 Hz, 2H), 3.83 (s, 2H), 3.12 (s, 2H), 2.99 (t, J = 7.2 Hz, 2H), 2.61 (s, 3H), 2.39 (s, 
3H) 0 

mmm us) 

2- (3- (2- (5-^;U-2- (3-^f^7x^) 
10 4--f;i/) ^h*->) 7x-;i/^f-;uf-pj-) 




TLC : Rf 0.39(?nn*;uA : ?y>-;u = 1 0 : 1) ; 
15 NMR (CDC1 3 ) : S 7.79 (m, 2H), 7.37-7. 17 (m, 3H), 7.03 (m, 1H), 6.88 (d, J - 7.4 
Hz, 1H), 6.81 (m, 1H), 4.28 (t, J = 7.2 Hz, 2H), 3.86 (s, 2H), 3. 16 (s, 2H), 2.98 (t, J 
= 7.2 Hz, 2H), 2.40 (s, 3H), 2.39 (s, 3H) 0 

mm (4 6) 

20 2 - (3 - (2 - (5 2- (4->^v7x-Jl/) ***yV-)\< 

— 4 — r ^) xh*v) 7x-)Mwt) 
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TLC : Rf 0.43(^an^;PA : ^^y-;i/=l 0 : 1); 

NMR (CDa 3 ) : S 7.92 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 7.9, 7.9 Hz, 1H), 7.05 (m, 
5 1H), 6.95 (d, J = 9.0 Hz, 2H), 6.78-6.90 (m, 2H), 4.27 (t, J = 7.4 Hz, 2H), 3.86 (s, 
2H), 3.85 (s, 3H), 3.17 (s, 2H), 2.96 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) e 

*tt«2 (4 7) 

2- (3- (2- (5 2- (4--fD7x-;i/) V*-;U- 
10 4->f;W) xf^y) 7x-JMWt) 




TLC : Rf 0.48 (^nn*;WA : ^ ^y-;l/=9 : 1) ; 
15 NMR (CDC1 3 ) : S 8.29 (d, J = 9.0 Hz, 2H), 8. 13 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, 1H), 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, 1H), 4.27 (t, J = 6.5 
Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) e 

20 2 - (3 - (2 - (5 - 2-7x-;^Hy-it'- 4 
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TLC : Rf 0.26 do*W ; > ? \ fc= 10 0: 10: 1) ; 

NMR (CDC1 3 ) : S 7.95-8.00 (m, 2H), 7.41-7.47 (m, 3H), 6.93 (m, 1H), 6.89 (m, 
5 1H), 6.81 (dd, J = 2.0, 2.0 Hz, 1H), 4.27 (t, J = 7.2 Hz, 2H), 3.81 (s, 2H), 3. 17 (s, 
2H), 2.97 (t, J = 7.2 Hz, 2H), 2. 39 (s, 3H) 0 

3a8fcW2 (4 9) 

2- (3- (2- (5->f;i'-2-7i-^^tyHl/-4-'f^) xf. 
10 *v) - 2 - ^f^7x-iMfW) §fc® 




TLC : Rf 0.29(^on*;WA : p< ^/-;u= 1 0 : l) ; 
15 NMR (CDCI3) : 8 8.00-7.95 (m, 2H), 7.45-7.40 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 

6.85-6.78 (m, 2H), 4.23 (t, J = 6.5 Hz, 2H), 3.84 (s, 2H), 3.13 (s, 2H), 3.01 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 2.22 (s, 3H) Q 

(5 0) 

20 2 - ( 1 - (3 - (2 - (5-^f^-2-7x-^^t^-4-f;i/) 
x^y) 7i-;U) J^-)V**) gfc$ 
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TLC : Rf 0.38 (*no*;i/A : *y-;i/ = 1 0 I 1) ; 

NMR (CDC1 3 ) : S 8.00-7.94 (m, 2H), 7.46-7.39 (m, 3H), 7.23 (t, J = 7.8 Hz, 1H), 
5 7.01 (brs, 1H), 6.93 (brd, J = 8.0 Hz, 1H), 6.83-6.78 (m, 1H), 4.27 (t, J = 7.2 Hz, 
2H), 4. 18 (q, J = 7.0 Hz, 1H), 3.06 (d, J = 15.6 Hz, 1H), 3.04(d, J = 15.6 Hz, 1H), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s, 3H), 1.58 (d, J = 7.0 Hz, 3H)o 

mm (5 1) 

10 2- (3- (2- (5-^f;v-2-7x-;i/*^/-;l'-4->f^) -1 




15 TLC : Rf 0.37 o D A : * 9 J -)V= 1 0 : 1 ) I 

NMR (CDCI3) : 8 8.00-7.94 (m, 2H), 7.45-7.38 (m, 3H), 7. 18 (t, J = 7.2 Hz, 1H), 

7.04 (brs, 1H), 6.89-6.77 (m, 2H), 4.77 (m, 1H), 3.83 (s, 2H), 3.16(d, J = 15.0 Hz, 
1H), 3.10 (d, J = 15.0 Hz, 1H), 3.01 (dd, J = 14.2, 5.4Hz, 1H), 2.63 (dd, J = 14.2, 
7.8 Hz, 1H), 2.35 (s, 3H), 1.34 (d, J = 6.2 Hz, 3H) Q 

20 

mm (5 2) 

2- (3- (2- (5 - f 'J 7J^n^f ;i,-2 - 7x-)l/t4rfy-^-4 
->f;i/) x^y) 7xxjMfHt) 
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tlc : Rf 0.23(^nn*;i/A : ^^y-;u=2 0 : 1) ; 

5 NMR (CDC1 3 ) : S 8. 10-8.01 (m, 2H), 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz, 1H), 
6.96-6.87 (m, 2H), 6.81 (m, 1H), 4.31 (t, J =7.0 Hz, 2H), 3.81 (s, 2H), 3.20 (t, J = 
7.0 Hz, 2H), 3.10 (s, 2H)„ 

mm (5 3) 

10 2- (3- (2- (5-^f^-2-7x-;i/t^rt , /-/l'-4-'fJl/) -fu 




15 TLC : Rf 0.38 (^-fr > : ftRxfA'" 1 I 3 ) ; 

NMR (CDC1 3 ) : S 8.00-7.91 (m, 2H), 7.38-7.33 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 

6.83-6.67 (m, 3H), 4. 18-3.94 (m, 2H), 3.67 (s, 2H), 3. 15 (m, 1H), 3.08 (s, 2H), 2.31 
(s, 3H), 1.34 (d, J = 7.0 Hz, 3H) 0 

20 mWiM2 (5 4) 

2- (3- (2- (5-^f^-2-7i-;^^tV-^-4-'f^) xf 
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TLC : Rf 0.37(^no*;UA ; * ?/-;i/= 1 0 : 1) ; 

NMR (CD3OD) : 8 7.98-7.93 (m, 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 

5 6.94-6.86 (m, 2H), 6.76 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.73 (d, J = 13.2 Hz, 1H), 
3.72 (d, 13.2 Hz, 1H) 3.27 (q, J = 7.0 Hz, 1H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H), 
1.34 (d, J = 7.0 Hz, 3H) 0 

mmm2 (55) 

10 2- (3- (2- (5-^^-2 - (4-xf^7x-;i/) 




15 TLC : Rf 0.33 (?ft * 9 J \ ?DD*H=1 : 10 : 100); 

NMR (CDC1 3 ) : 8 7.88 (d, J - 8.5 Hz, 2H), 7.26 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 

8.0, 8.0 Hz, 1H), 7.01 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
2.5 Hz, 1H), 4.26 (t, J = 7.0 Hz, 2H), 3.8 4 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.0 Hz, 
2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.25 (t, J = 7.5 Hz, 3H) e 

20 

2- (3- (2- (5 2 - (2, 2-/7;l/to-i, 3-v** 
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F 



5 TLC : Rf 0.31 (tK : J -)\> \ ?OD*;PA=l : io: 100); 

NMR (CDC1 3 ) : S 7.75 (dd, J = 8.5, 2.0 Hz, 1H), 7.69 (d, J = 2.0 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7. 11 (d, J = 8.5 Hz, 1H), 6.96 (d, J = 2.5 Hz, 1H), 6.89 (d, 
J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H) 0 

10 

■mm L5-7J 

2- (3- (2- (5-^^-2- (4-yotT;U7i-;u) t^V-fr 



15 




TLC : Rf 0.50(* \*9J~-fr\ ?dd*H=1 '. 10 I 10 0)1 

NMR (CDCI3) : S 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 

8.0, 8.0 Hz, 1H), 7.02 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
20 2.5 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.8 5 (s, 2H), 3. 16 (s, 2H), 2.97 (t, J - 7.5 Hz, 
2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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(5 8) 

2- (3- (2- (5 2 - (4-4 V^P^*?* — AO 



5 




TLC:Rf 0.53 (Tie : *9 S-A/ '. ^DD*^=1 : 10: 100); 
NMR (CDC1 3 ) : 5 7.89 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.21 (dd, J - 
8.0, 8.0 Hz, 1H), 7.06 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.81 (dd, J = 8.0, 
10 2.5 Hz, 1H), 4.28 (t, J = 7.5 Hz, 2H), 3.8 7 (s, 2H), 3. 17 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.94 (m, 1H), 2.38 (s, 3H), 1.26 (d, J = 7.0 Hz, 6H) 0 

L5_9j 

2- (3- (2- (5-^f;i>-2-7x-W/HV-4-'f;i') J^Y* 
15 v) 7x;*^fW) gfc$ 




TLC : Rf 0.32 n U*)U& ; * 9 J -)V= 1 0 : 1 ) ; 
20 NMR (CDCI3) : $ 7.88-7.82 (m, 2H), 7.45-7.34 (m, 3H), 7.21 (t, J = 7.8 Hz, 1H), 
6.98 (m, 1H), 6.92-6.77 (m, 2H), 4.33 (t, J = 7.2 Hz, 2H), 3.83 (s, 2H), 3.20 (t, J » 
7.2 Hz, 2H), 3.12 (s, 2H), 2.47 (s, 3H) 0 
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2- (3- (2- (5-^^;u-2 — (4-7f;P7x-M Hr*W-fr- 




5 H 3 C 

tlc : Rf 0.43(^nn*;wA : ^ *y-;i/=9 : 1) ; 

NMR (CDC1 3 ) : 5 7.85 (d, J = 7 Hz, 2H), 7.30-7.05 (m, 3H), 7.05 (brs, 1H), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 2.95 (t, J = 8 Hz, 2H), 
10 2.60 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 Hz, 
3H) 0 

■mm (j u 

2- (3- (2- (5-xf^-2-7x-;l/t^t7-;i'-4-'f;P) -i- h 
15 *v) 7jc^;i/p{^;i/f-^) JSm 




TLC : Rf 0.63 OD*;i/i : p< * j -;!✓ = 5:1); 
20 NMR (CDCI3) : 8 7.96-8.01 (m, 2H), 7.40-7.47 (m, 3H), 7.21 (dd, J = 7.8, 7.8 Hz, 
1H), 7.04 (m, 1H), 6.88 (d, J = 7.8 Hz, 1H), 6.81 (dd, J = 7.8, 2.4 Hz, 1H), 4.28 (t, J 
= 7.5 Hz, 2H), 3.86 (s, 2H) , 3. 17 (s, 2H), 2.98 (t, J = 7.5 Hz, 2H), 2.75 (q, J = 7.4 
Hz, 2H), 1.31 (t,J=7.4 Hz, 3H) 0 
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mm ^6 2) 

2- (3- (2- (S-***-2- (2, 3, 5, 6 -r h 7 7)\<*u- 4 




TLC : Rf 0.33(^no*;i/A ; ?y-;i/ = 15:1); 
10 NMR (CDC1 3 ) : <J 7.21 (t, J = 7.8 Hz, 1H), 6.97-6.75 (m, 3H), 4.26 (t, J = 7.0 Hz, 
2H), 3.82 (s, 2H), 3.12 (s, 2H), 3.02 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H), 2.33 (m, 3H) C 



mmmz (6 3) 

2- (3- (2- (5 -^f-^-2 - (4-^>f;P7x-M XZ-W-fr 
15 -4-4)l>) i^y) 7x-;Mf^fi) 




TLC : Rf 0.50(* nn*W : ^ ?y-;i/ = 9 ; l) ; 
20 NMR (CDCI3) : 8 7.90 (d, J = 8 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (br., 1H), 6.90- 

6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.45-1.20 (m, 4H), 0.90 (t, J = 7 
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Hz, 3H) 0 
$*fcfr!2 (6 4) 

2- (3- (2- (5-^f-^-2- (3-?nn-4-^f^7x-/l/) * 




TLC : Rf 0.63 (^nn*;l/A : ^ ^y-;i/=5 : 1) ; 
10 NMR (CDC1 3 ) : S 7.95 (d, J = 1.8 Hz, 1H), 7.76 (dd, J = 8.0, 1.8 Hz, 1H), 7.29 (d, 

J = 8.0 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 Hz, 1H), 6.99 (m, 1H), 6.89 (m, 1H), 6.80 (m, 
1H), 4.26 (t, J = 7.1 Hz, 2 H), 3.84 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.1 Hz, 2H), 
2.40 (s, 3H), 2.38 (s, 3H) 0 

15 mmm2 (6 5) 

2- (3- (2- (5 2 -v^D^4rv^*+-9-V-^- 4 --f ;U) 




20 

tlc : Rf 0.38 nn*;uA : / ?;-)V=9 : i) ; 

NMR (CDQ 3 ) : 8 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7.05 (br. 1H), 6.90-6.75 (m, 2H), 
4.20 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 2.85 (t, J = 8 Hz, 2H), 2.25 (s, 3H), 
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2.10-1.20 (m, 10H) o 

2- (3- (2- 2 -v* A, -4 — f )V) 

5 




TLC : Rf 0.22(^nn*;i/A : ^t^y-;i/= 1 0 : 1); 

NMR (CDC1 3 ) : d 6.96 (m, 1H), 6.76-6.66 (m, 2H), 6.58 (m, 1H), 4.00 (m, 2H), 
10 3.48 (s, 2H), 3.07 (s, 2H), 2.74 (m, 2H), 2.62 (m, 1H), 2.15 (s, 3H), 2.01-1.89 (m, 
2H), 1.80-1.15 (m, 8H) 0 

(6 6) 

2- (3- (2- (5-^;i/-2- (4- 7x^f) 




CH 3 



TLC : Rf 0.44(^nn*;l/A : **y-;P=9 : 1); 
20 NMR (CDC1 3 ) : 5 7.90 (d, J = 7 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (m, 1H), 6.95- 

6.75 (m, 2H), 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 8 Hz, 6H) Q 
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*tt W2 (6 7) 

2- (3- (2- (5 (4-t-W7xiJl/) 



5 




OH 



tlc : Rf O-SOC^nn^^A : ^ ^y-;u=9 : l) ; 

NMR (CDC1 3 ) : 8 7.90 (d, J = 9 Hz, 2H), 7.45 (d, J = 9 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 7.05 (br., 1H), 6.90-6.80 (m, 2H), 4.30 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 
10 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) 0 

mm (6 8) 

2- (3- (2- (5-*1-)l- 2 - (4->^A^y;l/7i-Jl') ^^-9" 




TLC : Rf 0.65(^no^;l/A : pf^y-;i/=9 : l); 

NMR(CDC1 3 ): 5 7.89 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
20 8.0, 8.0 Hz, 1H), 7.03 (m, 1H), 6.88 (d, J = 8.0Hz, 1H), 6.80 (dd, J = 8.0, 2.2 Hz, 
1H), 4.27 (t, J = 7.5 Hz, 2H) , 3.85 (s, 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz, 2H), 
2.53 (m, 1H), 2.37 (s, 3H), 1.70-1.90 (m, 4H), 1.20-1.52 (m, 6H) 0 
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^1foM2 (6 9) 

2- (3- (5-^f-;W-2- (1, 3-*J**iM>r>-5-<<)l<) 



5 




TLC : Rf 0.40(^OU^;l/A : ^ ^y-;u= i o : l) ; 

NMR (CDa 3 ) : <J 7.54 (dd, J = 8.0, 1.8 Hz, 1H), 7.46 (d, J = 1.8 Hz, 1H), 7.21 (d, 
J = 8.0 Hz, 1H), 7.07-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 2H), 
10 3.78 (s,2H), 3.11 (s,2H), 2.42 (s,3H)o 

(7 0) 

2- (3- (5 -*?)V-2- (4-W V7*d^7i^) **W-)l<- 




TLC : Rf 0.48(^OOjh;i/A : p< ^y-;i/= i o : 1) ; 

NMR (CDCI3) : £ 7.92 (d, J = 8.5 Hz, 2H), 7.34-7. 17 (m, 3H), 7.08-7.03 (m, 1H), 

20 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3. 11 (s, 2H), 2.94 (sep., J = 7.0 Hz, 
1H), 2.44 (s, 3H), 1.26 (d, J = 7.0 Hz, 6 H) c 
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m&M2 (7 1) 

2- (3- (2- (4 f ^- 2 - 7x-;i/t^rtV-;l/- 5 - 'f ^) x h 
+ y) 7x^^>fm) Bfc® 




TLC: Rf 0.38(^Dn*;i/A : ^ ^y-;i/= 1 o : 1) ; 
NMR (CDC1 3 ) : <? 8.00-7.95 (m, 2H), 7.49-7.37 (m, 3H), 7.22 (t, J = 8.0 Hz, 1H), 
10 6.95-6.76 (m, 3H), 4.23 (t,J = 7.0 Hz, 2H), 3.81 (s, 2H), 3.15 (t, J = 7.0 Hz, 2H), 
3.10 (s, 2H), 2.22 (s, 3H) 0 

mm (7 2) 

2- (3- (2- (5-^^-2- (3, 4-y^^y7x-Jl/) **4f- 
15 V*-;U-4-^^) xh + y) 7x-;MfWt) 

H3C-O 

o-/ WT T T " 

H 3 c' \==/ 0-^ C H 3 ° 

TLC : Rf 0.62(^nn*;i/A : ^ ^y-;U=5 I 1) ; 
20 NMR (CDCI3) : 8 7.57 (dd, J = 8.5, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.04 (m, 1H), 6.91 (d, J = 8.5 Hz, 1H), 6.78-6.90 (m, 2H), 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s, 3H), 3.93 (s, 3H), 3.86 (s, 2H), 3.16 (s, 2H), 2.96 (t, 
J = 7.5 Hz, 2H), 2.38 (s, 3H) 0 
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mmw2 (73) 

2- (3- (2- (5-^f-^-2- (4-MJ7^nn^y7xx;i/) 

5 




TLC-.Rf 0.39(^nn*;UA : ^y-;l/=9 : 1) ; 

NMR (CDC1 3 ) : 8 8.00 (d, J = 8 Hz, 2H), 7.30 (d, J = 8 Hz, 2H), 7.20 (dd, J = 7.5, 
10 7.5 Hz, 1H), 7.00 (br. 1H) 6.90 (d, J = 7.5 Hz, 1H), 6.80 (dd, J = 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s, 2H), 3.15 (s, 2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H) a 

^fifcfl!l2 (7 4) 

2- (3- (2- (5 -^f-^- 2 - (3, 4, 5 - Y V ^ Y * v7x-;P) 
15 **-tf-V-;W-4 --f )V) i^y) 7x-;MWt) gfc& 




tlc : Rf o.39(*nn*;i/A : ^ *y-;u=g : l); 

20 NMR (CDCI3) : 5 7.25-7.15 (m, 3H), 7.05 (m, 1H), 6.90-6.75 (m, 2H), 4.25 (t, J = 
7.5 Hz, 2H), 3.95 (s, 6H), 3.90 (s, 3H), 3.85 (s, 2H), 3.15 (s, 2H), 2.95 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H)o 
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gffi«2 (7 5) 

2- (3- (2- (5 -^f-^-2 - (4-^f-;Hi*^7v r ^- 1 -'OP) * 



TLC : Rf 0.26 (Tfc: *9 \ ?dd^a=i : 10: 100); 
NMR (CDC1 3 ) : 5 7.14 (dd, J = 7.5, 7.5 Hz, 1H), 6.88 (d, J = 7.5 Hz, 1H), 6.73 
10 (dd, J = 7.5, 2.0 Hz, 1H), 6.70 (d, J = 2.0 Hz, 1H), 4.27 (t, J = 6.5 Hz, 2H), 3.78 (s, 
2H), 3.55 (t, J = 5.0 Hz, 4H), 3. 14 (s, 2H), 2.90 (t, J = 6.5 Hz, 2H), 2.85 (t, J = 5.0 
Hz, 4H), 2.51 (s, 3H), 2.19 (s, 3H) 0 

mm 2 (7 6) 

15 2- (3- (2- (5-^;u-2- (4-*f-*f-*7i-;i0 **-9-y*- 




20 TLC : Rf 0.33 (tR \*9 J~-fr \ ?un*;UA = 1 : 1 0 : 1 0 0) ; 

NMR (CDCI3) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.03 (dd, J = 2.5, 2.0 Hz, 1H), 6.88 (ddd, J = 8.0, 2.0, 1.0 Hz, 1H), 
6.80 (ddd, J m 8.0, 2.5, 1.0 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 
2H), 2.96 (t, J = 7.5 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) e 



5 




OH 



H 3 C-N 
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MMLZ (7 7) 

2- (3- (2- (5-^f-^-2- wvy-i-ifr) ***r*s-)i<- 




TLC : Rf 0.55(^na*;i/i. : ^ ^y-;i/=5 : 1) ; 

NMR (CDC1 3 ) : 8 8.77 (ddd, J = 4.9, 1.8, 0.8 Hz, 1H), 8.04 (ddd, J » 8.0, 1.2, 0.8 

10 Hz, 1H), 7.84 (ddd, J = 8.0, 7.6, 1.8 Hz, 1H), 7.38 (ddd, J = 7.6, 4.9, 1.2 Hz, 1H), 
7.23 (dd, J = 7.8, 7.8 Hz, 1 H), 7.10 (m, 1H), 6.92 (m, 1H), 6.81 (m, 1H), 4.34 (t, J = 
7.0 Hz, 2H), 3.85 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H) Q 

mmM2 (7 8) 

15 2- (3- (2- (5-^f-^-2- (ft7x>-2-^f;V) ***fV-)\> 




20 TLC : Rf 0.52 (? n D : jrf * J -)V= 5 \ 1 ) ; 

NMR (CDCI3) : 8 7.64 (dd, J = 3.6, 1.2 Hz, 1H), 7.39 (dd, J = 5.0, 1.2 Hz, 1H), 
7.20 (dd, J = 7.8, 7.8 Hz, 1H), 7.09 (dd, J = 5.0, 3.6 Hz, 1H), 7.00 (m, 1H), 6.88 (m, 
1H), 6.80 (m, 1H), 4.25 (t, J= 7.4 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 2H), 2.95 (t, J = 
7.4 Hz, 2H), 2.36 (s, 3H) 0 
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mm (79) 

2- (3- (2- (5 f-^- 2 - (3 -xfo-4->f;i/7i-^) * 




TLC : Rf 0.40 (S^^^f-;i/) ; 

NMR (CDC1 3 ) : 5 8.52 (s, 1H), 8.07 (d, J = 8.0 Hz, 1H), 7.39 (d, J = 8.0 Hz, 1H), 
10 7.18 (m, 1H), 6.70 - 7.00 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.1 1 (s, 2H), 
2.97 (t, J = 6.6 Hz, 2H), 2.61 (s, 3H), 2. 39 (s, 3H)» 

mmm2 (so) 

2- (3- (2- (5-/^)^-2- (4-y7f;i'7^7i-;i') 
15 )V) x^y) 7xx;^f;Vfi) 




TLC : Rf 0.47 (tK I * 9 J -fr '. 9uu*frA= 1 : 10: 100); 
20 NMR (CDCI3) : £ 7.84 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 7. 11 
(dd, J = 2.0, 1.0 Hz, 1H), 6.87 (dd, J = 8.0, 1.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.0 Hz, 
1H), 6.71 (d, J = 9.0 Hz, 2H), 4.29 (t, J = 8.0 Ha 2H), 3.88 (s, 2H), 3.19 (s, 2H), 
3.02 (s, 6H), 2.94 (t, J = 8.0 Hz, 2H), 2.35 (s, 3H) e 
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■m m (8 1) 

2- (3- (2- (5-^f"^-2 -v^n^^f-;i/*4r-9-V-;u-4 -4 )U) 




TLC : Rf 0.44(^nn*;i/A : ^ ^y-;w= 9 : 1) ; 

NMR (CDC1 3 ) : d 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7. 10 (br., 1H), 6.85 (d, J = 7.5 

10 Hz, 1H), 6.80 (dd, J = 7.5, 1.5 Hz, 1H), 4.20 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 
(s, 2H), 3.15 (m, 1H), 2.85 (t, J = 7.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.60 (tn, 8H) C 

tr* (2- (3- (2- (5-^;v-2-v*o^>?-;w*^7*-;u-4 

15 




TLC : Rf 0.29(?no*;PA : * 1 0 : 1) ; 

NMR (DMSO-d 6 ) : 8 7.18 (t, J = 8.0 Hz, 1H), 6.88-6.72 (m, 3H), 4.09 (t, J = 6.8 
20 Hz, 2H), 3.69 (s, 2H), 3. 19-3.00 (m, 1H), 2.96 (s, 2H), 2.84 (s, 2H), 2.78 (t, J = 6.8 
Hz, 2H), 2.21 (s, 3H), 2.06-1.48 (m, 8H) 0 
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2- (3- (2- (5-^f-^-2- 
4->f;i/) x^y) 7x^Jl/) 



5 




TLC : Rf 0.46(^nn*;i/A : m^^-JU- 1 0 : 1) ; 

NMR (CDC1 3 ) : S 7.85 (d, J = 8.4 Hz, 2H), 7.27-7. 14 (m, 3H), 6.89-6.75 (m, 3H), 

4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H), 2.35 (s, 
10 3H) 0 

Hflft fl]2 (8 3) 

2- (3- (2- (5-^f-^-2 - (4 -xf^7x-;b) t^tV-^- 
Xf+y) -7x.-)V) fj=$ 




TLC : Rf 0J4(^OD*jl/A:>^-^=10: 1); 

NMR (CDCI3) : 5 7.88 (d, J = 8.2 Hz 2H), 7.29-7. 15 (m, 3H), 6.89-6.75 (m, 3H), 
20 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz 2H), 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s, 3H), 1.25 (t, J = 7.6 Hz, 3H) Q 

mmm (8 4) 
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2- (3- (2- ( 5 -jt-f-fr- 2 - (4 --fu\£)V7 **-9-y*-;b 




TLC : Rf 0.57(^nn^;i/A : ^ ^y-;i/= l o : 1) ; 

NMR (CDC1 3 ) : 8 7.87 (d, J = 8.2 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.61 (t, J = 7.5 Hz, 
2H), 2.35 (s, 3H), 1.65 (sixtet, J = 7.5 Hz, 2H), 0.94 (t, J = 7.5 Hz, 3H) Q 

2 (85) 

2- (3- (2- (5 - 2 - (4-fvynt>7x-;i/) 



15 




TLC : Rf 0.52(?nn*;i/A : * ?y-;i/ = l 0 ! 1) ; 

NMR (CDCI3) : S 7.88 (d, J = 8.2 Hz, 2H), 7.32-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.93 (sept, J = 7.2 Hz, 
20 1H), 1.25 (d, J = 7.2 Hz, 6H) 0 

gfiftffH 2 (86) 

2- (3- (2- (5-^f-;w-2- (4- (2 - * ?)\sfu 7i-f) 
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TLC : Rf 0.50 no*W : p< ? ;-)V= 1 0 I 1) \ 
5 NMR (CDC1 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.26-7. 15 (m, 3H), 6.89-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.50 (d, J = 7.0 Hz, 
2H), 2.35 (s, 3H), 1.88 (m, 1H ), 0.90 (d, J = 6.6 Hz, 6H) 0 

mm (8 7) 

10 2- (3- (2- (5 - - (4-t-7"f^7x^) **-tf"V*- 




15 TLC : Rf 0.44 nn#/i/A : * * y-;i/= 1 0 : l) ; 

NMR (CDCI3) : $ 7.89 (d, J = 8.2 Hz, 2H), 7.43 (d, J = 8.2 Hz, 2H), 7.20 (t, J = 
8.0Hz, 1H), 6.89-6.76 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 
6.6 Hz, 2H), 2.35 (s, 3H), 1.33 (s, 9H) 0 

20 HflfcflU (9 8) 

2- (3- (2- (5-^f^-2-y^a-/Dt>tW-^-4-f^) 

188 



WO 99/46232 



PCT/JP99/01134 




TLC : Rf 0.39 (tK I * 9 J -to \ *nn#;l/A = 1 : 10 : 100); 

NMR (CDa 3 ) : $ 7.18 (dd, J = 8.0, 8.0 Hz, 1H), 7.00 (d, J = 2.5 Hz, 1H), 6.86 (d, 

5 J = 8.0 Hz, 1H), 6.77 (dd, J = 8.0, 2.5 Hz, 1H), 4.19 (t, J = 7.5 Hz, 2H), 3.83 (s, 2H), 
3.15 (s, 2H), 2.84 (t, J = 7.5 Hz, 2H), 2.22 (s, 3H), 2.06 (m, 1H), 1.10-0.95 (m, 4H)„ 

**W2 (8 9) 

2- (3- (2- (5-*+A'-2- (4- (1, 2, 3-f7y77-^- 
*) 1MB 




15 tlc : Rf 0.30 p n : ^ * y -;w= i o : l ) ; 

NMR (CD3OD) : S 9.35 (d, J = 0.8 Hz, 1H), 8.24 (d, J = 8.2 Hz, 2H), 8. 1 1 (d, J = 
8.2 Hz, 2H), 7.20 (t, J = 7.6 Hz, 1H), 6.95-6.78 (m, 3H), 4.27 (t, J = 6.2 Hz, 2H), 
3.78 (s, 2H), 3.06 (s, 2H), 3.00 (t, J = 6.2 Hz , 2H), 2.41 (s, 3H)o 

20 *mm2 (9 0) 

2- (3- (2- (5->f^- 2 - (4- (4-^f^-l, 2, 3 -*7 
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TLC : Rf 0.34(?nn*;t/A : ;-)\,= 1 0 : i) ; 
5 NMR (CDC1 3 ) : S 7.22 (t, J = 8.0 Hz, 1H), 6.95-6.74 (m, 3H), 4.24 (t, J = 6.2 Hz, 
2H), 3.81 (s, 2H), 3.11 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.2 Hz, 2H), 2.42 (s, 3H) e 

**«2 (9 1) 

2- (3- (2- (5-^7-^-2 - (4->F^y7x-jl/) 
10 -4-^^) xh+y) 7x-;l/) ft® 




TLC : Rf 0.67 (^dd^;ua : ^ ^y-;i/= 1 0 : l) ; 

15 NMR (CDCI3) : 5 7.90 (d, J = 9.0 Hz, 2H), 7.20 (t, J = 8.0 Hz. 1H), 6.93 (d, J = 
9.0Hz, 2H), 6.89-6.76 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.84 (s, 3H), 3.59 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.34 ( s, 3H) C 

mm (92) 

20 2 - (3 - (2 - (5 -^f-;U-2- (3, 4-v^h^rv7^-;U) 
V-As- 4-4 fr) x^y) 7x-)l/) gfc$ 
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o 



OH 



H 3 C 



CH 3 



TLC : Rf 0.54(? nn*;i/A : * ? y-)V= 10: 1) ; 

NMR (CDC1 3 + CD3OD) : d 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 
5 1H), 7.22 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 8.2 Hz, 1H), 6.90-6.77 (m, 3H), 4.22 (t, J 
= 6.6 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.57 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 
(s, 3H) 0 

m m (93) 

10 2- (3- (2- (5->f-;u-2- (1, 3-y*3MM >^>-5->f;W 



15 TLC : Rf 0.53 o n A : ^ ? y -;U= 1 0 : 1 ) ; 

NMR (CDCI3) : S 7.51 (dd, J = 8.2, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.21 (t, 

J = 7.6 Hz, 1H), 6.89-6.76 (m, 4H), 6.00 ( s, 2H), 4. 19 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.94 (t, J = 6.6 Hz, 2H), 2.34 (s, 3H) G 

20 mm (Q4) 

2- (3- (2- (5-^f^-2 - (3, 4, 5-f'J^^v7x^) 
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TLC : Rf 0.47(^od*;PA : ^^/-;U=l 0 : 1); 
5 NMR (CDC1 3 ) : S 7.21 (t, J = 8.0 Hz, 1H), 7.20 (s, 2H), 6.89-6.76 (m, 3H), 4.21 (t, 

J = 6.6 Hz, 2H), 3.91 (s, 6H), 3.88 (s, 3H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.38 (s, 3H) 0 

«fl«2 (9 5) 

10 2- (3- (2- (5 -*3-)V-2- (4-h'J7*tD> Kv7x-^) 




15 TLC : Rf 0.57 n D *;WA : * 9 J -;W= 1 0 : 1 ) \ 

NMR (CDC1 3 ) : S 8.00 (d, J = 8.8 Hz, 2H), 7.30-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

mm oe) 

20 2 - (3 - (2 - (5 -*f-Jl/-2- (2, 2-y7Wo-l, 3-v** 
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F 



TLC:Rf 0.53(^nn*;UA : ^ ^y-;i/= 1 0 : 1) ; 
5 NMR (CDC1 3 ) : S 7.74 (dd, J = 8.4, 1.5 Hz, 1H), 7.68 (d, J = 1.5 Hz, 1H), 7.22 

(dd, J = 9.4, 7.4 Hz, 1H), 7.09 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.21 (t, J = 
6.6 Hz, 2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H)» 

(9 7) 

10 2- (3- (2- (5 - 2 - (4-h'J7^tn^Wt7i-;v) 




15 tlc : Rf 0.47 n n*;wA : ^ * y -;u= l o : 1 ) ; 

NMR (DMSO-d 6 ) : S 8.02 (d, J = 8. 1Hz, 2H), 7. 8 1 (d, J = 8. 1Hz, 2H), 7.20 (t, J = 

7.8Hz, 1H), 6.86-6.80 (m, 3H), 4.20 (t, J = 6.6Hz, 2H), 3.74 (s, 2H), 3.09 (s, 2H), 
2.94 (t, J = 6.6Hz, 2H), 2.37 (s, 3H) 0 

20 MM! (9 8) 

2- (3- (2- 2- (4->7;7x-;i/) 
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TLC : Rf 0.24(^4r-9-> : Slxf^a 1 : 1); 
5 NMR (CDa 3 ) : S 8.08 (d, J = 8.0 Hz, 2H), 7.72 (d, J = 8.0 Hz, 2H), 7.22 (m, 1H), 

6.76-6.98 (m, 3H), 4.26 (t, J = 6.6 Hz, 2H), 3.83 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

10 2- (3- (2- (5-^f-;W-2- (77>-2-^fM **-9-V-^-4 




15 TLC : Rf 0.24 > I IHfcxf-A^ 1 : 1); 

NMR (CDQ 3 ) : 5 7.52 (m, 1H), 7.20 (m, 1H), 6.74-7.03 (m, 4H), 6.51 (dd, J = 
3.4, 1.6 Hz, 1H), 4.25 (t, J = 6.8 Hz, 2H), 3.82 (s, 2H), 3. 13 (s, 2H), 2.97 (t, J » 6.8 
Hz, 2H), 2.37 (s, 3H) 0 

20 mm (1 0 0) 

2- (3- (5->f-^-2-7x-;U**-9-V-fl'-4-'Ol') *h*v) 
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TLC:Rf 0.31 (^dd*h : j* */-;i/=8 : 1) ; 

NMR (CDC1 3 ) : S 8.00 (m, 2H), 7.42 (m, 3H), 7.24 (m, 1H), 6.85-6.98 (m, 3H), 
4.98 (s, 2H), 3.61 (s, 2H), 2.42 (s, 3H) 0 

mm 2 MOT) 

2- (3- (2- (5-^f;i'-2-7i-;i'f-7 , /-^-4-^;i') .x h 




TLC:Rf 0.43 nn*;l/A ; > ? y -)V= 9 : 1) ; 

NMR 0 : S 7.89-7.81 (m, 2H), 7.46-7.34 (m, 3H), 7.26-7.16 (m, 1H), 6.87-6.78 
(m, 3H), 4.30 (t, J = 6.8 Hz, 2H), 3.59 (s, 2H), 3.18 (t, J = 6.8 Hz, 2H), 2.45 (s, 3H) C 

mm u 02) 

2- (3- (3- (5->f^-2-7x-H^t i /-^-4->f;i/) 7o 
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TLC : Rf 0.50 OD*W : ;-)],= % ; 1); 

NMR (CDC1 3 ) : 8 7.97 (m, 2H), 7.41 (m, 3H), 7.22 (m, 1H), 6.74-6.92 (m, 3H), 

5 3.94 (t, J = 6.0 Hz, 2H), 3.61 (s, 2H), 2.68 (t, J = 7.0 Hz, 2H), 2.27 (s, 3H), 2. 1 1 (m, 
2H)« 

mm (103) 

2- (3- (2- (2-7x-Wt , /-^-4->f;i') i^y) 7x- 
10 /!>) 




TLC : Rf 0.39(^nn*;WA : ^ ^y-;u=8 : 1) ; 
15 NMR (CDCI3) : 5 8.01 (m, 2H), 7.55 (s, 1H), 7.43 (m, 3H), 7.23 (m, 1H), 6.85 (m, 
3H), 4.25 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 3.07 (t, J = 6.4 Hz, 2H) 0 

m m 2 (104) 

2- (3- (2- (5-***-2- (4->^da^^7x-;1/) 

20 y-;u-4->f;w) x^y) 7i-;b) gfc$ 
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TLC : Rf 0.62(*nn*;l/2» ; *?;-)V=5 : 1); 

NMR (CDa 3 ) : 8 7.88 (d, J = 8.2 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, 1H), 

5 6.78-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.52 (m, 1H), 2.35 (s, 3H), 1 .70-1.95 (m, 4H), 1.20-1.53 (m, 6H)o 

(1 0 5) 

2- (3- (2- (5-^^^-2- (3-^DD-4-^f)l/7x^) * 




TLC : Rf 0.67(^nn*;UA : ^y-;U=5 : 1) ; 
15 NMR (CDC1 3 ) : 8 7.95 (d, J = 1.7 Hz, 1H), 7.75 (dd, J = 8.0, 1.7 Hz, 1H), 7.27 (d, 
J = 8.0 Hz, 1H), 7.21 (m, 1H), 6.78-6.88 (m, 3H), 4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H ), 2.40 (s, 3H), 2.36 (s, 3H) 0 

Sgfiftgll 2 (10 6) 

20 2 - (3 - (2 - (5-*7*>-2- (4-y^f;H^7xz;l/) 
V-)V-A-4)\,) X^y) 7iX)l/) gftg 
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TLC : Rf 0.55(?nn*;i/A : * ?S-)V=5 : 1) ; 

NMR (CDCI3) : S 7.83 (d, J = 9.0 Hz, 2H), 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 6.76- 
6.87 (m, 3H), 6.70 (d, J = 9.0 Hz, 2H), 4. 18 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 3.01 (s, 
6H), 2.94 (t, J = 6.8 Hz, 2H ), 2.32 (s, 3H) 0 

mmi (1 0 7) 

2- (3- (2- (5-xf^- 2-7x-;^Hv*-^ - 4 -J )V) 




TLC : Rf 0.44(^nD*;UA : ^^y-;U=8 : 1); 

NMR (CDCI3) : S 7.97 (m, 2H), 7.41 (m, 3H), 7.20 (m, 1H), 6.82 (m, 3H), 4.20 (t, 
J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.73 (q, J = 7.6 Hz, 2H), 1.29 
(t, J = 7.6 Hz, 3H) 0 

mmm2 n o_gj 

2- (3- (2- (5 -^f-^- 2 - (4-rf;v7x-^) **^v*-;u- 
A-4)V) 71-^) gfc$ 
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H 3 C 

TLC : Rf 0.54(^ nn*;UA : * ?y-)\,= 8 I 1) ; 

NMR (CDCI3) : S 7.87 (d, J = 8.2 Hz, 2H), 7.22 (d, J = 8.2 Hz, 2H), 7.14-7.28 (m, 

5 1H), 6.82 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.63 (t, J = 7.6 Hz, 2H), 2.34 (s, 3H), 1.61 (m, 2H), 1.35 (m, 2H), 0.92 (t, J = 7.2 Hz, 
3H) 0 

mmm2 n o 

10 2- (3- (2- (5-^f-^-2- (4-?OD7x-il/) 

4--r;v) xh+y) 7x-;w) gfc$ 




15 TLC : Rf 0.57 n n ; * ? J -}U= 8 : 1 ) ; 

NMR (CDCI3) : $ 7.90 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.16-7.28 (m, 
1H), 6.83 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.36 (s, 3H) 0 

20 mm (110) 

2- (3- (2- (5-*?)V- 2 - (ft7x>-2->f^) 
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TLC : Rf 0.70(^on*;i/A : ^ ^y-;W=5 : 1) ; 

NMR (CDCI3) : 8 7.59 (dd, J = 3.6, 1.2 Hz, 1H), 7.36 (dd, J = 4.8, 1.2 Hz, 1H), 

5 7.21 (m, 1H), 7.07 (dd, J = 4.8, 3.6 Hz, 1H), 6.77-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 
2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2. 34 (s, 3H) C 

%flft fll2 (111) 

2- (3- (2- (5 -^iHU- 2 - (77>-2-^l/) t*y-V-)\s-4 
10 -4/1/) x^y) 7x-^) ftK 



TLC : Rf 0.69 (? nn*;l/A : ^ ?y-;u=5 : 1) ; 
15 NMR (CDCI3) : S 7.51 (m, 1H), 7.21 (m, 1H), 6.93 (d, J = 3.5 Hz, 1H), 6.78-6.87 
(m, 3H), 6.50 (dd, J = 3.5, 1.9 Hz, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.95 (t, 
J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm (1 1 2) 
20 2 - (3 - (2 - (5-p<f-;U-2- (If V v>-2-4/l/) 
4-4/1/) x^y) 7i-;U) m$L 
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TLC :Rf 0.67(^o n*;l/A : * ?;-)V=5 : 1) ; 

NMR (CDC1 3 ) : S 8.71 (d, J =4.8 Hz, 1H), 8.05 (d, J = 7.8 Hz, 1H), 7.79 (ddd, J 
5 = 7.8, 7.8, 1.8 Hz, 1H), 7.32 (ddd, J = 7.8, 4.8, 1.8 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 
Hz, 1H), 6.78-6.87 (m, 3H), 4 .26 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 2.99 (t, J = 6.8 
Hz, 2H), 2.41 (s, 3H) 0 

mmM2 (1 1 3) 

10 2- (3- (2- (5-^-^;u-2- (2-^f^7x-;b) 
4--f;u) .xh*v) 7x-;u) gfc® 




CH 3 



15 TLC : Rf 0.68 o n*;l/A ; * ? J 5 I 1 ) ; 

NMR (CDCI3) : S 7.90 (m, 1H), 7. 18-7.30 (m, 4H), 6.80-6.87 (m, 3H), 4.24 (t, J = 
6.7 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.64 (s, 3H), 2.37 (s, 3H) 0 

20 2 - (3 - (2 - (5-***-2- (3-^f^7xz;i/) 
4--T;U) ih^rv) 7i-^) |f=$ 
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TLC : Rf 0.71 (?nn*fl/A : * ?;-)l/=5 : 1) ; 

NMR (CDCI3) : S 7.74-7.81 (m, 2H), 7.17-7.35 (m, 3H), 6.78-6.87 (m, 3H), 4.21 
5 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H), 2.36 (s, 3H) 0 

mmw2 (115) 

2- (3- (2- (5 -**fr-2 - (4-h'J7Hn>f;l'7x-jv) * 




tlc : Rf 0.54(^nn*;uA : ^ ^y-;u=8 : l) ; 

NMR(CDC1 3 ): <5 8.08 (d, J = 8.0 Hz, 2H), 7.67 (d, J = 8.0 Hz, 2H), 7.17-7.24 (m, 

15 1H), 6.83 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.39 (s, 3H)o 

mifaM2 (116) 

2- (3- (2- (4-7Wn7x^) 
20 -4-4;!") xh#y) 7jl-;1/) gf=$ 
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TLC : Rf 0.59(*nn*;UA : ^ ?y-)V=8 : 1) ; 

NMR (CDCI3) : S 7.95 (m, 2H), 7.03-7.26 (m, 3H), 6.83 (m, 3H), 4.20 (t, J = 6.6 
5 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) Q 

mi&M2 (1 1 7) 

2- (3- (2- (5 -**->U- 2 - (4-v77 7x-;U) **^/-;U- 
4-<<)l>) JLh^rv) 7x-;l/) gfeg? 



tlc : Rf o.52(^no*;UA : ^ ^y-;u=g : l) ; 

NMR (CDCI3) : 8 8.06 (d, J = 8.6 Hz, 2H), 7.70 (d, J = 8.6 Hz, 2H), 7.22 (m, 1H), 

15 6.78-6.87 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.4 Hz, 2H), 
2.40 (s, 3H) 

Mm 2 (118) 

2- (3- (2- (5-^^-2- 2, 3-f-TvTV* 

20 -)V- 5 lr**tV-)\<-A-4 )\<) xf^y) 71-^) ft® 



10 
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CH 3 



TLC : Rf 0.54(^n n^;l/A : ^ ^y-;l/= 9 : 1) ; 

NMR(CDC1 3 ): S 7.23 (m, 1H), 6.78-6.88 (m, 3H), 4.23 (t, J = 6.5 Hz, 2H), 3.60 
(s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) Q 

%MM2 (1 1 9) 

2- (3- (2- (5-^f-^-2- (2, 3, 5, 6 -r h 7 7;U*n - 4 




F F 



TLC : Rf 0.34(^dd*;WA : ^ ^y-;U=8 : 1) ; 

NMR (CDCI3) : S 7.22 (m, 1H), 6.76-6.90 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 
(s, 2H), 3.01 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H), 2.33 (s, 3H) 0 

mmm n 2 o) 

2- (3- (2- (5 -^f-^- 2 - (3--hD-4->f;i/7x-;i/) * 
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TLC:Rf 0.31 (^no^;i/A : ^ ^y-;w=8 : l) ; 

NMR (CDa 3 ) : 8 8.54 (d, J = 1.6 Hz, 1H), 8.08 (dd, J = 8.0, 1.6 Hz, 1H), 7.39 (d, 

5 J = 8.0 Hz, 1H), 7.17 (m, 1H), 6.66-6.90 (m, 3H), 4.21 (t, J = 6.4 Hz, 2H), 3.59 (s, 
2H), 2.97 (t, J = 6.4 Hz, 2H), 2.63 (s, 3H), 2.39 (s, 3H) Q 

mm 2 (12 1) 

2- (3- (2- -v^n/v^rv;p^^V-;i/-4 ->f fr) 

10 x^y) 7x-;l/) ffl& 




TLC : Rf 0.44 nn*;U£ : * 9J~-)V=$ ; i) ; 
15 NMR (CDCI3) : <5 7. 19 (dd, J = 8.0, 8.0 Hz, 1H), 6.74-6.87 (m, 3H), 4. 10 (t, J = 

6.6 Hz, 2H), 3.59 (s, 2H), 2.85 (t, J = 6.6 Hz, 2H), 2.71 (m, 1H), 2.23 (s, 3H), 1.96- 
2.04 (m, 2H), 1.19-1.86 (m, 8H ) 0 

mm (I 2 2) 

20 2 - (3 - (2 - (5->f-^-2-v?n^>^**-*y-^-4->r;i') 
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TLC : Rf 0.46(^nn^^A : ^^y-;U=9 : 1); 

NMR (CDCI3) : S 7. 19 (dd, J = 7.9, 7.9 Hz, 1H), 6.74-6.87 (m, 3H), 4. 11 (t, J = 
5 6.6 Hz, 2H), 3.59 (s, 2H), 3. 14 (m, 1H), 2.86 (t, J = 6.6 Hz, 2H), 2.24 (s, 3H), 1.56- 
2.12 (m, 8H) 0 

m m (12 3) 

2- (3- (2- 2 - (4-^>f)l'7x-^) t^V-fr 

10 -4-4*) xf+y) 7x-;U) gfc$ 



H 3 C 




TLC : Rf 0.44(?nn*;Ui, : *y-;U=8 I 1) ; 
15 NMR (CDCI3) : 5 7.87 (d, J = 8.4 Hz, 2H), 7.22 (d, J = 8.4 Hz, 2H), 7.20 (m, 1H), 
6.75-6.90 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.62 (t, J =7.6 Hz, 2H), 2.35 (s, 3H), 1.62 (m, 2H), 1.23-1.44 (m, 4H), 0.89 (t, J = 
6.8 Hz, 3H) 0 

20 WJ2 (12 4) 

2- (3- (2- (5-^^;u-2- (fcf'j v>-4-4 t+tv-^- 
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TLC : Rf 0.36(^nu*;UA : ^ ^y-;U=4 : 1) ; 

NMR (DMSade) : S 8.75 (d, J = 6 Hz, 2H), 7. 80 (d, J = 6 Hz, 2H), 7.20 (dd, J = 
5 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 7 Hz, 2H), 3.75 (s, 2H), 3.05 (s, 2H), 
2.95 (t, J = 7 Hz, 2H), 2.40 (s, 3H) 0 

mmm 2 (125) 

2- (3- (2- (5-^f-^-2- fr- 
10 4->f;l/) X^y) 7x-)P) ^ 




TLC : Rf o.39(^nn*;i/A : * *y-;u=9 : l) ; 
15 NMR (DMSO-d 6 ) : 5 12.28 (brs, 1H), 9.07 (d, J = 1.5 Hz, 1H), 8.65 (d, J = 4.8 Hz, 

1H), 8.24 (d, J = 8.4 Hz, 1H), 7.52 (dd, J - 8.4 Hz, 4.8 Hz, 1H), 7.21-7. 16 (m, 1H), 
6.82-6.79 (m, 3H), 4.18 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 2.93 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 

20 mm H2 6) 

2- (3- (2- (5-^^-2- (tf'J 9>-4-<Ol>) 
4-J)V) x^y) 7x-;U) ft® 
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TLC:Rf 0.34 nn*W : ^ = 9 I 1) ; 

NMR (DMSO-dg) : 8 12.29 (brs, 1H), 8.69 (d, J = 6.0 Hz, 2H), 7.80 (d, J = 6.0 Hz, 

5 2H), 7.21-7.16 (m, 1H), 6.82-6.78 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm (12 7) 

2- (3- (2- (5 -^f-^- 2 - (4->f-;Hi , ^7V>- 1 -Afr) * 
10 77-^-4-^) xh + y) 7i-Jl/) SS 




TLC : Rf 0.40(^nn*;i/i. ; ^^y-;i/=3 : i); 
15 NMR (CDC1 3 ) : S 7.00-7.20 (m, 2H), 6.70-6.85 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 
3.46-3.55 (m, 4H), 2.91 (t, J = 6.6 Hz, 2H), 2.75-2.83 (m, 4H), 2.47 (s, 3H), 2.24 (s, 
3H) 0 

mm 

20 2 - (3 - (2 - (5-^f^-2-7x-^tW-^-4-'f;i/) 
*v) 7x^;^ ft® 
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TLC : Rf 0.31 (tR : * 9 J -fr \ ? n n * ;U A = 1 : 10! 100); 
NMR (CDC1 3 ) : 8 7.98 (m, 2H), 7.50-7.40 (m. 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
5 7.00 (m, 1H), 6.95-6.80 (m, 2H), 4.62 (s, 2H), 4.26 (t, J = 7.0Hz, 2H), 4. 11 (s, 2H), 
2.99 (t, J = 7.0 Hz, 2H), 2.39 (s, 3H) 0 

mm (12 9) 

2- (3- (2- {5-*f-fr-2- (tf V yy-Z-Jfr) **^f-)V- 
10 4—010 xl«*y) 7x-JMf^f^) 




TLC : Rf 0.41 (^nn*W : J ?;-)[,= 4 I 1) ; 
15 NMR (DMSO-dg) : d 9.05 (s, 1H), 8.65 (d, J = 4 Hz, 1H), 8.25 (d, J = 7 Hz, 1H), 

7.55 (m, 1H), 7.20 (dd, J = 1,1 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 6 Hz, 2H), 
3.80 (s, 2H), 3.10 (s, 2H), 2.95 (t, J = 6 Hz, 2H), 2.40 (s, 3H) 0 

mmm n 3 <n 

20 2 - (3 - (2 - (5 -^f"^- 2 - (4-^fW7i-Jl/) 
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TLC:0.44(*nn*;l/A ; > ? ;-)V=8 ; 1) ; 

NMR (CDa 3 ) : S 7.87 (d, J = 8.6 Hz, 2H), 7.26 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.51 (s, 3H), 2.35 (s, 3H) 0 

mm (I 3 1) 

2- (3- (2- (5-^f^-2-y^07'nif;i/tW-^-4-^^) 

10 




TLC : Rf 0.43(^on^;l/A : p<^y-;i/=9 : l); 
15 NMR CDC1 3 ) : 8 7.25-7. 10 (m, 1H), 6.86-6.74 (m, 3H), 4. 10 (t, J = 6.6 Hz, 2H), 
3.58 (s, 2H), 2.82 (t, J = 6.6 Hz, 2H), 2.20 (s, 3H), 2.04-1.98 (m, 1H), 1.01-0.94 (m, 
4H) 0 

mmm (132) 

20 2 - (3 - (2 - (5 ->^;U-2 - (4 -- hn7i-/U) t^V-fr- 
A-4)V) x^y) 7x-)l/) gfeg 
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TLC : Rf 0.53(^nn^;UA : ^^y-;i/=9 ! 1); 

NMR (CDCI3) : 3 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
5 8.0, 8.0 Hz, 1H), 6.77-6.90 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.57 (s, 2H), 3.00 (t, J 
= 6.6 Hz, 2H), 2.43 (s, 3H) 0 

*mm 2 (133) 

2- (3- (2- (5-^f-^-2- (*>"J >-2-j)U) t^Y-fr- 




TLC : Rf 0.51 (^nn*;VA : J ? ;-)V= 9 : 1) ; 
15 NMR (CDCI3) : 8 8.16-8.28 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 

7.22 (dd, J = 8.2, 8.2 Hz, 1H), 6.78-6.87 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.61 (s, 
2H), 3.04 (t, J = 6.6 Hz, 2H), 2.46 (s, 3H) Q 

mm (13 4) 

20 2 - (3 - (2 - (5-^f-;U-2 - {Z - Y V 7 fr*u * Y *v7x-;i/) 
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F 3 CO, 




OH 



TLC : Rf 0.37(^no^;l/A ; ^ ?/-)U=9 : 1) ; 

NMR (CDCI3) : S 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.80 (m, 1H), 7.45 (t, J = 
5 7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.89-6.78 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) C 

mm H3 5) 

2- (3- (2- (5->f-^-2- (2- h U7Jl/*n>t h ^ris? 
10 *W/-fr-4-'<fi') i^v) 7i-)M gfc$ 



TLC : Rf 0.42(^ nn*;i/A : ^ ^y-;i/=9 : 1) ; 
15 NMR (CDa 3 ) : S 8.06 (dd, J = 7.8, 2.0 Hz, 1H), 7.49-7.31 (m, 3H), 7.27-7.17 (m, 

1H), 6.88-6.78 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.8 Hz, 
2H), 2.38 (s, 3H) 0 

mm 1 1 3 6-) 

20 2 - (3 - (2 - (4-^f^-2-7i-;l'm > /-^-5-^) 




PCF 3 
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TLC:Rf 0.44(^nD*;i/A : ^^y-;l/=9 : 1)1 

NMR (CDCI3) : 8 8.00-7.93 (m, 2H), 7.46-7.37 (m, 3H), 7.28-7.18 (m, 1H), 6.90- 
5 6.78 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 3. 14 (t, J = 6. 8 Hz, 2H), 2.20 (s, 
3H) 0 

mm 2 (137) 

2- (3- (2- (5 2- (1, 3-v*3HM >^>-5->f Jl') 




TLC : Rf 0.20(?nn*;i/A : p< : tK= l 0 0 : 1 0 : 1) ; 

15 NMR (CD3OD) : 6 7.49 (dd, J = 8.4, 1.8 Hz, 1H), 7.38 (d, J = 1.8 Hz, 1H), 7.22 (t, 

J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H), 4.06 (s, 2H), 2.93 (t, J = 6.4 Hz, 2H), 2.33 (s, 3H) e 

3 

20 2 - (3 - (2 - (5-^f^-2-7i-J^^y-Jl-4-^^) xf 
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2- (5-^f-;w-2-7x-;i/^4r-9-y-;i/-4-'f )V) if;^D7/f 
K (13 6mg) is XV 1 3 -* ^*-/h7xi^ftS • ^f^^f;!' (7 8 
5 mg) *7tf-f'J* (5ml) K»#U (1 8 Omg) * 

^7^ - (;nn*u :I^S!xf^=2 o 0 : 1 — 50: 1) TaWRL, 
10 TE*tt«#-*-**»Wflte» (9 2mg) 
TLC : Rf 0J3(ftBEif-«' I ^*^> = 1 : 3); 

NMR (CDC1 3 ) : S 7.96 (m, 2H), 7.50-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.06 (m, 
1H), 3.69 (s, 3H), 3.57 (s, 2H), 3.28 (t, J = 7.0 Hz, 2H), 2.82 (t, J = 7.0 Hz, 2H), 
2.27 (s, 3H) 0 

15 

2- (3- (2- (5->f;v-2-7x-;i/tH7-;i/-4->f;v) j. h 



H3C CH3 



20 



3- (2- (5 2 - 7i-;i/t+t , /-;i'-4 ->f ;w) .x h*v) 
^>v;u^^--;u (l.isg) <7)^^y-;i/ (3 5ml) ISffitc 2 --/u^- 2 - 
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*?-)V7uj*>& • xf)VxXT)l' (0.64ml) £ X Xf± Y l ) V & * f- V- Y 
(2 9 0mg) ^ Or-CftDx.^ 3 MitifftL^o KfcM&mfoZMi&t TO£P 

Tia^i4M^^i--?»^wb^ (i.69 g) *ntz 0 

TLC : Rf 0.46 (^^^> I gi=$x^;U= 4 ! 1); 

NMR (CDC1 3 ) : 8 8.01-7.94 (m, 2H), 7.46-7.37 (m, 3H), 7. 18 (t, J= 8.0 Hz, 1H), 

6.89-6.72 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 4.12 (q, J = 7.0 Hz, 2H), 3.79 (s, 2H), 
10 2.97 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.53 (s, 6H), 1.26 (t, J = 7.0 Hz, 3H) 0 

%mm 1 -esait Ltzit£m<7>&t> <o iznmm 3 & x vnmm 4 x~m& ttzit 
15 jttiaotfflst^^cmLt, &Tizmt*%wit&®z&fz 0 
mm 

2- (3- (2- (5-^f-;U-2-7x-;i/^-^-itv*-;u-4 )V) J^J- 




tlc : Rf 0.50 (*:^;-^:^nn*w=i : 10 : 1 0 0 ) ; 

NMR (CDCI3) : S 7.94 (m, 2H), 7.45-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.07 (m, 
25 1H), 3.58 (s, 2H), 3.25 (t, J = 7.0 Hz, 2H), 2.8 1 (t, J = 7.0 Hz, 2H), 2.25 (s, 3H) 0 
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mm (i) 

2- (3- (2- (5-^f-JW-2 - 7x-^t^rt , /-;l/-4 -4 )V) x|« 




TLC : Rf 0.53 (^4r"t> : ffi||xf)P= 1 ; 3); 

NMR (CDC1 3 ) : S 8.00-7.94 (m, 2H), 7.46-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 
10 7.08 (m, 1H), 6.84-6.74 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.88 (s, 2H), 2.99 (t, J = 
7.2 Hz, 1H), 2.38 (s, 3H), 1.58 (s, 6H) 0 

2- (3- (2- (5->f^-2-7x-;^^tV-;b- 4-4 >!/) x)> 




TLC : Rf 0.53 (^^-9" > I SKif^= 1 : 3); 

NMR (CD3OD) : <? 7.98-7. 93 (m, 2H), 7.49-7.43 (m, 3H), 7. 13 (t, J = 7. 4 Hz, 1H), 
20 6.92-6.85 (m, 2H), 6.78-6.70 (m, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.36 (s, 3H), 1.46 (s, 6H) 0 
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3- (2- (5->fiV-2-7x-;^+t7-^-4-'f;i/) Jc.Hr->) 



2- (5-^f-;W-2 -7xi^tW-^-4-^) (1.02 
g) , 3 -H KD^fy^vXT^ffc K (0.73 g) fc«fc tTh U 7x^JWt77 4 

> d.57 g) zmm-isy domi) «8?u i, r - (7v-7*w 

10 yidiyyy (1.74 g) or-CJjp^.. lfit2WIj$L/:o 

;l/*7A^07^77^- {*9 od*w= 1 : 10 0) "CJt 

SSL, TEf»tt«*^rl-4«Hfl:^« (l.30g) fcfcfc. 
TLC : Rf 0.77 9 J -to \ ^dd*H= 1:20); 
15 NMR (CDC1 3 ) : <J 9.96 (s, 1H), 7.98 (m, 2H), 7.50-7.35 (m, 6H), 7.17 (m, 1H), 
4.31 (t, J = 6.0Hz, 2H), 3.01 (t, J = 6.0Hz, 2H), 2.38 (s, 3H) 0 



3- (2- (5->f^-2-7ximt 4 /-iI/-4-^) i^v) 
20 -rvfn— MJ/u 



5 
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IMH*6-C«aLfc'ffr61b ( 1 3 5mg) &XV3«>itS& (1 3mg) £ 
*Vy (3ml) Mm U 0 "CC h 'J * f-A>*> V h 'J ^ (0.14m 1 ) 

5 wj*7mmtx\i, tmzfrMLtio G&m*mfm^r 

mmtfzo JMf**-?*** > (3ml) tcjgffi L, 2 N-i£& 
(0.5ml) fciJDx., IS-e-»U:. RiSa^«««:»*»3UDiL, iK^ 

ftWU TE*tttt**+*«Mffc*» (1 4 Omg) 

10 

TLC : Rf 0.27 (gfc$x^;U ; > = 1 : 2 ) ; 

NMR (CDC1 3 ) : 5 7.94 (m, 2H), 7.45-7.35 (m, 3H), 7.29 (dd, J = 8.0, 8.0Hz, 1H), 
7. 10-7.00 (m, 2H), 6.90 (m, 1H), 5.49 (d, J = 6.0Hz, 1H), 4.73 (d, J = 6.0Hz, 1H), 
4.16 (t, J = 6.5Hz, 2H), 2.92 (t, J = 6.5Hz, 2H), 2.37 (s, 3H) 0 

15 

a ->7;- 3 - (2- (5->f^-2-7iiWt , /-^-4-'f/l/) 



20 



Ok 




##W7-CfifiLmft (9 3mg) ij&it**l,> (3ml) £fc#U 
M'ttBMfcf-jj-i/l' (6 lml) fcJO^^U^JUAT* K (lift) 4fiPx, 
^S-C3 0#WI«#Lfc. ^E^fcftfctoMcinix.* ^xf^titflL/;, 
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i8vr^y-?A«t, TC»tt«[*W1-4*Hft^« (9 9 

mg) £#£ 0 

TLC: Rf 0.74(^xf-;i/ : /s^r-9->= l : l); 
5 NMR (CDC1 3 ) : $ 7.97 (m, 2H), 7.50-7.35 (m, 3H), 7.33 (dd, J = 8.0, 8.0Hz, 1H), 
7.10-7.00 (m, 2H), 6.98 (m, 1H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 
6.5Hz, 2H), 2.36 (s, 3H) 0 

mm 

10 5- (3- (2- (5-^f^-2-7i-^t^t , /-;i'-4-'fA') x h 

*y) 7i-JP) -2, 4-wj-y^y*> 




15 ##«8-C»aSL^b^!» (9 9mg) £x*y-;u (lml) KiSJBU 
f-t^UT (2 6mg) SriJD^ 3 B#H»«EL fc„ aCft^*^ 2 N-£® 
(1.5ml) Srinix., -ML/: 0 ^E^fcfcfoMcflnx., ftSfcx?-*? 

jtSHLfco ^-^-eSilSJIU TIB&tefi 

20 S&9Ht£%! ( 6 0 m g ) £f§fc 0 

TLC : Rf 0.31(g^®?if-^ : ^^r-9->= 1 : 1); 

NMR (de-DMSO) : S 7.90 (m, 2H), 7.60-7.40 (m, 3H), 7.31 (dd, J=8.0, 8.0Hz, 

1H), 7.00-6.90 (m, 3H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 6.5Hz, 2H), 
2.36 (s, 3H) e 
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mmm) 
mm 

m-ttt-tzvm i o o 

5 • 2- (3- (4- (4-^f^7x-;i/) f7 , /-Jl'-2-'fW F4rv) 

7i;;^W^-) lO.Og 

•^ii^'Jn-^^y-)A (£4ft*J) 0.2 g 

•*r7V>&v$r*->*A (fflr&aj) O.lg 

•fiMSa-t/i/n-T, 9.7g 

10 

M M 2 

ttTO^^t^&tcifjfi^L^ •M^«i«IU 5m IT 
7>y^C5t«L, ^ffi^J: 0*e®»L, 1T>7*^, 20mgOfS 

15 • 2- (3- (4- (4-^f^7x-^) f7y-;i/-2-^M h*v) 

7i-;Mf;i/ft) §fc$ 2 g 

h 5 g 

• 1000m 1 
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A 1 liC 1 ~4 7JV+l/« tzltC 2-47^-U>i^fcU 
A2|±-0-&££{i-S-&££;bU 
A3|±CH&££tiNg£^frU 
10 nttl~5*3fcbU 
Rili 

(i) 

(ii) C 

(iii) />ny>|?, 

15 (iv) C l-47^*vS, 

( v ) - b ng, 

(vi) hV^a^f-^at, 

(vii) h «J^n> h*v&, 

(viii) h V^cMf-ji^*^ 
20 (ix) y7;$, 

(x) C l-4 7mft$, 

(xi) NR5R6I R5£j:tfR 614*^^2: LT, jfc^f-S 
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(xii) RWm, ifz\± 

(xiii) Afnfl^L, 
R2(i 

5 (ii) C 1-4 7^1, 

(iv) h V^tM?-;ug£afrU 
C y c 1 

(i) /\ 

10 C y c 2 gfi 

a) &*at& 

(ii) Arnil^ifcU 
R 3 ti 

(i) 

is (ii) C l - 8 7^* jug, 
(m) ^or^if, 

(iv) C l~4 7JV3^y|, 

(v) -hnS, 

(vi) HJ^n*f-;ug x 
20 (vii) Y V^n* h*vg, 

(viii) hV^n^f-^f-**, 

(ix) vT;S, ifctt 

(x) Cl-4 7WftS^i^L, 
R4|i 
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(i) — A 4 -C— COOR 7 ttzii 

(ii) 2, 4-fT'/'JyV/r/-5-^H^U 

5 (a) c i~4 7;i/+u>I, 

(iii) -Cl-4 7;^I/>-0-i, itz\± 

(iv) -Cl~47)Hl/>-S-I^ifcU 

10 fc£U 

(1) R 4 ti 3l3:(w^^i"-5 i><DbL* 

(2) R4ri*3ftK&£U A* fcli^f-l'i'fc^frU A3^*CH 
*£fcU Cy c l^^-e^^fr-ft i> AMi^f-l/^ xfi/>, $tz 

Mo 
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io (^+^ 

A2{i-0-£t£ii-S-g£afcU 
A3{iCHg££tiNg£^;bU 
nfi 1 ~5 £^;bU 
15 R 1 12 
(i) 

(ii) C 1 ~8 7;K^I, 
(iii) 

(iv) C l~4 7;^ + y|, 
20 (v) - h n^, 

(vi) HJ^n*?-;^ 

(vii) h V^O* h*v&> 

(viii) YV^u 



5 



4 . ( I ) 




(I) 
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(ix) ->7yl, 

(x) C l-47WftS, 

(xi) NR5R6^ R5£j:yrR6|i^fvm!&2:LT, ^M^ifz 

liCl~4 7;H;i'l^ibto ) , 

5 (xu) &mm&. tto± 

(xiii) ^nflt^U 

R2(i 

(i) jfcftlS^ 

(ii) C 1 ~4 7J^;H> 
10 (in) ^ny>If, ifcfi 

(iv) HJ^tMf-;i/g£^;bU 

c y c i &i± 

^ , N — , N — **fe U 

Cyc2ili 
15 (i) &£m& Sfctt 

(ii) Afn^i^u 

R3{± 

(i) *3t®i\ 

(ii) C 

20 (iii) />ny>if, 

(iv) C l-47^3^vl, 

(v) - h ng, 

(vi) HJ^cMf-A^ 

(vii) h 'J^n^ h*v£, 
25 (viii) h ';^o^f-;uf-*36, 
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(ix) y7/i, ttzli 

(x) Cl-47Wftl^L, 

R 8 R 9 

(i) — A 4 -C— COOR 7 & ttlit 

5 (ii) 2, 4-f7 , / , Jy>y^>-5-^*ibU 
A Mi 

a) nus^ 

(ii) C 1 -AT)VirV 

(iii) -C 1 ~47;^U>-0-S, ifctt 
10 (iv) -C 1- 4T)l<*U>-S-&ZUt>L, 

(1) R4{i2fit7t:{i3fiH^-t--2»^Oi: L, 
15 (2) R4^3l2tc^L, k fz\±*?vy*UfrL, A3^*CH 

fcEfcU Cy c l^>-tf>?r^t)1-i: §, Aifi^fl/V, ■x-^l^ 

20 5. m*vmm4tzm<7)-&£, m ^s^Mt^^**, c yc i& 
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6. vc&mw, 

I) 5- (3- (fcf7x-;i/-4--OM 7i-f) -O?^-^ 
5 2) 4- (3- (tT7i-;t'-4-'f;M h*v) 7xi)V) 7? • 

3) 4- (3- (2- (5->f-;u-2 -7x-;l'i+ty-;i'-4-^l/) 

4) 6- (3- (2- (5->f^-2-7i-;^nv-^-4-^i') x 
10 h^v) 7I-JI-) ^-fr^g • >fi^f;K 

5) 5 - (3 - (2 - (5 2-y JL-)V**y-y-)v- 4 --ou) .x 

6) 6- (2- (2- (5-^f^-2-7xx;|/t^y-^-4--fJl/) x. 
15 7) 5 - (2 - (2 - (5-^f;i/-2-7x-;l/t^rty-;l'-4-'f;l') x 

8) 2- (3- (2- (5-^f;l'-2-7x-;^^t > /-^-4-'f]V) x. 

9) 5- (3- (3- (5-^f^-2-7x^;i/t^tV-;i/-4-^v) 7 
20 D*"+y) ^>^>H- ^f;i/x^t;K 

10) 2- (3- (2- (5 2 - (4->f^7x-Jb) fr**:/- 
;U-4-^f;l/) x^y) 71-^) gfcgg • ^ fJl/X^ 

II) 2- (3- (2- (5 2 - (4-xf^7xx;i/) ^^y- 
;W-4-^;l/) x^y) 7xx;u) gfcg . * f;l/XXf >K 

25 12) 2- (3- (2- (5 2 - (4-7*n^7x-^) 
-)V-A — x^y) 7x-;i/) ftK^f^XAf)K 
13) 2- (3- (2- (5 2- (4-fyyne*7ii*) 

227 



WO 99/46232 



PCT/JP99/01134 



14) 2- (3- (2- (5 2 - (4- (2-^^7 , ot>) 7 x 

**-*v*-;t/-4 ->f/u) 7x-;i/) gfc$ • >f;i/x^f ;k 

15) 2- (3- (2- (5 -^f-^- 2 - (4-t-W7x-^) 
5 4 ->f AO x^y) 7x-;W) gfcg£ • 

16) 2- (3- (2- (5->^^-2- (4-^h+v7xz^) ^^r^V* 
-;u-4-'Oi') x^y) 7x-;u) gfc& • > f-^.xT.rJK 

17) 2- (3- (2- (5 -^f-^- 2 - (3, 4-y^^y7x^) * 
*^V*-;i/-4->OlO x^y) 7x^Jl^) gfc$ • ^f^f ;K 

10 18) 2 - (3 - (5-^fJi'-2-7x-;^Hy'Hl/-4-^^) 
v) 7x-JW) gf=g£ • ^f;l/XXfJK 

19) 2- (3- (2- (5-^f^-2-7x^f7V-^-4-^f^) .x 
}**~» 7x^iV) BHR* ^f-^x^f-zu, 

20) 2- (3- (3- (5->f;i'-2-7xxji/tW-;i/-4-'f;i') 
15 7"n^y) 7xx;i/) Si^fJl/xxfJK 

21) 2- (3- (2- (2-7x^^^-4-^1/) x^y) 7 

22) 2- (3- (2- (5 2 - (3 -^nn-4 -^f-;W7x-;u) 

^-4 -ins) x^y) 7x^;i0 SI!^Wxxf;K 
20 23) 2 - (3 - (2 - (5-xf;i/-2-7xx^tny-^-4-^Jl/) 
xl«#i/) 7x-;i/) fj-g£ • ^f;l/x^f^, 

24) 2- (3- (2- (5-*^- 2- (4-7f^7x^)V) jj-^-y- 

X^y) 7x-;U) ftS^f^f/l', 

25) 2- (3- (2- (5-ptf-^-2- (4-^nD7x;)V) jj-^-g-y- 
25 A*- 4 -4 AO x'^y) 7x^;u) gfcgg • pt-^Ao^f A/, 

26) 2- (3- (2- (5 2 - (2->f^7x-jl/) jj-^-g-y- 
;U-4-^f;i/) ijs^rv) 7x-jl/) ^f;i/XAf;K 
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27) 2- (3- (2- (5 -*1-)\<- 2 - ( 3 - * f- /U7 t^V- 

28) 2- (3- (2- (5->f L ;U-2- (4 - h V 7^*cM f^7i-^) 
ir**rV-)\<- 4-4 )V) Xh4r'» 71-^) SK-^f^x^fA', 

5 29) 2 - (3 - (2 - (5 -^;U-2- (4-7^D7x-;i/) ***y 
— /u— 4-4 )V) xb^y) 7x-^) S-gg • *f-;i/j.*r;K 

30) 2- (3- (2- (5-*f-;U-2- (4-v7/7x-;W) t*^/- 
)U^4-4)l<) xh^fy) 7x^Jl/) ftK-^f-^^^f-^ 

31) 2- (3- (2- (5 2 - (3-xbn-4-^f^7xxfl/) 

io **-9-v*-;w-4 -4 )V) x.h^v) 7x-;p) g^gg • *f-;i/x*r;K 

32) 2- (3- (2- (5-P<f-;W-2- Jl/7i-^) 

-)i>-4-j)U) i^y) 7x_;i/) SK-^f-;vx^f;K 

33) 2- (3- (2- (5-*Tfr-2- (4--h07zx;i/) t^V*- 



15 


34) 5- 


(3- 


(n'7x-;i/-4-^;Mh^y) 7jc^;u) ^.y ? y 






35) 4 - 


(3- 


(tf7x-;i/-4--f ;M h*v) 7x-;i/) 7? 






36) 4 - 


(3- 


(2- (5 2 -7i-;i/^-^Hj-y-;u- 4 - 






i^v) 


7x: 








37) 6 - 


(3- 


(2- (5->fJl'-2-7xx;i/t^t , /-;i'-4- 




20 


xh + i/) 


7jl- 








38) 5- 


(3- 


(2- (5-^f-;w-2-7x-;i/^4r^V--;w-4 - 






x^-» 


7x: 








39) 6 - 


(2- 


(2- (5->f;i/-2-7x-^t^t/-;i'-4- 








7x- 






25 


40) 5 — 


(2- 


(2- (5 - > f-^U- 2 -7xz;l/tHV-;l'-4 - 






x^y) 


7x: 








41) 2 - 


(3- 


(2- (5-^f^-2-7xZjl/t+ty*-^-4- 
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42) 5- (3- (3- (5->f^-2-7x-;i/t^rty-;i/-4-^V) 

43) 2- (3- (2- (5 -^f-^-2 - (4-^f;i/7x-M 

44) 2- (3- (2- (5-^^-2- (4-xf^7x-]b) **-tf-7- 

45) 2- (3- (2- (5 ->f-;i/-2- ( 4 -7n Vf ;U7 

x^y) 7xx;U) |H& 
10 46) 2 - (3 - (2 - (5 ->^^-2- ( 4 ->f v 7n t';i/7x-;i/) 
■frV-;i/-4— f/u) x^-» 7i-;w) 

47) 2- (3- (2- (5-^^;W-2- (4- 7 x 
-;w) **-9-7*-^- 4 -4*) xh^ry) 7x-*) ftK, 

48) 2- (3- (2- (5->*?7U-2- (4 - t -7f^7x-JU) 
15 4-^/10 x>*v) 7xx;l/) gfc$ % 

49) 2- (3- (2- (5 -*?7U- 2 - (4-^h + y7x^;l/) **-9-7 
-;W-4-^f;U) xf^y) 7x-jb) gfc$, 

50) 2- (3- (2- (5 -^f-^- 2 - (3, 4->'n + y7x-^) * 
^7-^-4-^ ;u) xh*->) 7jcx;1/) gj=$ % 

20 51) 2- (3 - (5-^f;u-2-7x^^t^ty-;i/-4-'f;v) + 
v) 7xx;W) 

52) 2- (3- (2- (5-^^-2-7x^^77-^-4-^^) x 
h+v) 7xx;p) 

53) 2- (3- (3- (5 - ^f^- 2 - 7x-;vt JftV'-^- 4 - ^ ;P) 
25 7*n***v) 7x;*) ftfe 

54) 2 - (3- (2- (2-7xx;i/tH/-^-4->f^) x^y) 7 
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55) 2- (3- (2- (5-^^-2- (3-^no-4-^^7i^) 
t ^>/_ ;l/ _ 4 _^^) x^y) 7x-;i/) ft®, 

56) 2- (3- (2- (5 -xf^-2-7x^;^+t > /-Jl'-4-^;V) 
xKv) 7^-;u) ft®, 

5 57) 2 - (3 - (2 - (5 -^f-^-2- (4 -7f ^7x-Jl/) 

58) 2 - (3 - (2 - (5->f-^-2 - ( 4 n n 7 xx;w) *4f-9-V- 

;U_ 4 _^ ;l/ ) x^y) 7x-JP) ft®, 

59) 2- (3- (2- (5-^^-2- ( 2 f^7x^;i/) t^V- 
10 )V-4-4)V) X^y) 7x-^) ft®, 

60) 2- (3- (2- (5 2- *4Mf-V- 
;P-4--f;W) xf^y) 7i-^) ft®, 

61) 2- (3- (2- (5 2 - (4-h'J7;Vtn^f;V7xx;i/) 

xRy) 7x-;U) ft®, 
15 62) 2 - (3 - (2 - (5 -^f-^-2 - (4-7Wn7x-;i/) ^-^V 
-;i/-4->f ;U) J-h4rv) 7xxf) ft®, 

63) 2- (3- (2- (5-^^;W-2- (4-y7;7xx;P) 
4 ;u) xh^y) 7xXjl/) ft®, 

64) 2- (3- (2- (5-^f-;U-2- (3 h D- 4 f-;W7x-;l/) 
20 t^V-fr-A-Jfr) xh+y) 7x-;U) ft®, 

65) 2- (3- (2- (5 2 - (4-^Vf Jl/7xx^) jJ-*^/ 

4 ->f;u) x^y) 7x-;u) ft®, 

66) 2- (3- (2- (5-^^;W-2- (4 hn7xxjl/) 
;U-4_>Ol,) xh^» 7xx^) ft®, 

25 67) 2 - (3 - (2 - (5->f *-2-7xi^t+t7-^-4 -'Hi') 
x^;l/f-*) 7xx;U) ft® • *f-/ux*f >K 

68) 2- (3- (2- (5-^f;i/-2-7xz;i/tHV-;i'-4-^l') 
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7. 

5 1) 2- (3- (4- (4-^f^7i-^) f77-;i/-2->f;M h + y) 
7x-jMf;i/ft) gfc$ • ^;i/x^r;K 

2) 2- (3- (3- (t*7x^;v-4-^;M 7x^)1/) ya^f 

3) 2- (3- (3- (4- (4-^f^7x-;i/) f77'-;l'-2-^M h 
10 *v) 7x-;u) 7'ne^ft) BfcBS • ^f^i^fiK 

4) 2 - (3 - (e7x^-4->f;M h*v) 7x-il/^Wt) gfc$ • 

5) 2- (3- (2- (5-^f^-2-7x-;Ut^rt7'-;U-4-^Jl') i 
h^rv) 7x-;Mf;i/fi) SS^f^fK 

15 6) 2- (3- (3- (2- (5-^fJl'-2-7x-)l/tn7*-^-4-^ 
a-h^rv) 7x-^) 7nf;vft) ^-^f^xxf^ 

7) 2 - (3 - (2 - (e7xi*-4-^) •xh*v) 7x-)MfWt) 

8) 2- (4 nn- 3 - (2- (5 2 -7x-WW-;i'- 
20 4 -^^) xh + v) 7x-WfW) gtg£ • ^f^f^, 

9) 2- (4 -^nn-3 - (4- (4-^f^7x-;i') ^TV-;w-2->f 
;M f^y) 7x-Ji/>f;i/ft) It®? • ^f;i/x^f?K 

10) 2- (3- (t'7x^;V-4->f;Mh^y) -4-^no7x-JMf 

ti&t • ^f;vx^f;K 

25 11) 2- (3- ( (2 E) -3- (lf7x-*-4 -4 AO 7'o^x;^^y) 

12) 2- (3- (3- (e7xXji/-4-^b) 7o^v) 7x^;P*^;W 
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13) 2- (3- (lf7x-;i/-4 -4 fc* Y* s s) £V V>- 5 -4 )\/* 

SH& • ^f^fiK 

14) 2- (3- (4' -7 , nt>t*7x^;V-4 -^;Up< h*v) 7x-;i/;>< 

15) 2- (3- (4- (fcf'J v>-4--f;0 7x-JM F^y) 7i-JM 

16) 2- (3- (4- (tf VV>-3 -4 fr) 7i-WK'» 7x;jM 

10 17) 2- (3- (4- (1, 3-^***9-^ >yy-5->(fr) 7x^;M f 
*y) 7xz;Mf;i/ft) ^.^f;i/xXf;l', 

18) 2- (3- (4- (fcf'J v>-2 ->f ;W) 7x-JMF^fv) 7i-)M 

19) 2- (3- (4- (1, 3-5>**-9--f >*>-4 -4 7x-;M h 
15 7x-;Mf;i/ft) Wf& • tJ-frJLZffr, 

20) 2- (3- (2-7x-W77 , -;i'-4-^Mh + y) 7x-;Mf 

21) 2- (3- (2- (5 2 - (4-^fJl/7x-;l') 
;l/ _ 4 _^ ;l/ ) a.).^v) 7xx^Mf;vft) gfcg£ • *f-;i/jc*r;i/, 

20 22) 2 - (3 - (2 - (2-7xx^77-^-4--f^) x^y) 7x 

23) 2- (3- (2- (2-7x-;i/**-9-V-;U-4 ->f ^) xh^ry) 7 
i-;l/^f-;p^^-) gf=$. pJf-;i/Jn^T;K 

24) 2- (3- (2- (5-^f-;W-2- (1, 3 > 5 - 
25 >f;i0 **-frV*-;l'-4 -A )V) x^y) 7xX)MfWt) • p< f- 

25) 2 - (3 - (5-^f;i'-2-7xxWtV-^-4-'f;M h*v) 
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26) 2- (3- (3- (5-j><f-;i/-2 -7x-;i/t4r^y-;i/-4 ->f 

27) 2- (3- (2- (5-^f-;U-2 - (2-^^7x^l/) 

28) 2- (3- (2- (5->f-;U-2- (3-^Wx^) 

29) 2- (3- (2- (5 2 - (4-^f + v7x^) **-frV* 

4 A/) xRy) 7z-)MfWt) gfcgg • jrff-;Ux*-f ;K 
10 30) 2 - (3 - (2 - (5-*-f^-2-7x-;u**HJ-y-;i/-4-^;iO 
xh^y) -5-^no7xz;MfW) SfeR • ^ f-;Ux*r;K 

31) 2- (3- (2- (5-^^;i/-2-7i-;i/^4r*V~;u-4--f ;w) 
i^y) -2->f^7xx;MWt) SK^^xXf;K 

32) 2- (3- (2- (5->f^-2-7xx;ut+f7-;i/-4-^l/) 
15 -1-^f/l/x^y) 7xx;Mf;>ft) SK-^f^f;K 

33) 2- (3- (2- (5-^f;i/-2-7xxWty-^-4-'fJl') 
7o^y) 7xr^^f>l/ft) S|^fiH^;K 

34) 2- (3- (2- (5 - > f^- 2 - 7xx;vt^rty-^ - 4 - >f ;V) 
xh3rv) 7x-iMfW) 7*n/Og£ • xffl/xxf^, 

20 35) 2 - (3 - (2 - (5 -^f-;W- 2 - (4-xf^7xX]P) 

;i/-4-^;u) xf+y) 7x-;Mf^ft) StB£ ■ > f-A/x^r ;K 

36) 2- (3- (2- (5-^f-;i/-2- (4-7n^7xXjl/) *4f-frV 

4 -4 ;W) x^y) 7jcx;i/p<f-;w^^) RsR • *f-;ux*r;K 

37) 2- (3- (2- (5 -^f-^- 2 - (4-'fV7 , n^7x^) 

25 -9-y-;u-4 --f;u) x^y) 7xx;Mf-;i/f-*) ^^f^x^f;K 

38) 2- (3- (2- (5-^f^-2-7xxw/-;|/-4-/f^) x 
h^v) 7xx;^f;pft) IK - ^^xXf;K 
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39) 2- (3- (2- (5 2- (4-^7x-;P) 

40) 2- (3- (2- (5-if^~ 2 -7x-Jl't+t/-^-4 -4/10 
5 41) 2- (3- (2- (5 2 - (4 -^>f ^7x^;i/) 

-/p- 4-4/10 xh*v) 7x-;mw*) SK^f^f;K 

42) 2- (3- (2- (5-^f^-2-y^aA^->;i/t+ty-;l/-4- 
4/10 xh^fv) 7x-;MWt) gfc$ • p< f-ZUx^/K 

43) 2- (3- (2- (5 2 - (4- ( 2 f^yo If )V) 7 x 
10 -;u) **-tf-y-/l/- 4-4/10 x^v) 7xx;MWt) ft® • f- 

44) 2- (3- (2- (5 2 - (4 - t -rf^7x-^) 
V-/1/-4 -4/l0 x^y) 7xx;Mf;Pft) Bfcgfc • ^f-fl/x^f/K 

45) 2- (3- (2- (5 -^/U- 2 - (4->?nAt^7i-*) * 
15 **tV-)V-4 -4 ft,) xh*v) 7xx;Mf^ft) ft»-^f^f 

A', 

46) 2- (3- (5-^f-^-2- (1, 3 -v***M >^>-5 -4/U) 
**"9-*/-/l>- 4 -4 /U* h*v) 7xX)MfW*) SS^f-^f 

20 47) 2 - (3 - (5 f-^- 2 - (4-'f77 , nii>7xx;i/) 
;u-4 -4/U* h*v) 7xx;Mf>ft) SfcfiS - ^ /^*r /K 

48) 2- (3- (2- (4->f^-2-7xXjl/t^tV*-;l/-5-'f^) 
x^y) 7xxjMf^ft) Bfcg& • ^f^x^fiK 

49) 2- (3- (2- (5-^f-;W-2- (3, 4-yn^v7xx;v) * 
25 *tV-;P-4-^;i/) xh^v) 7xx;M f Jl/ft) ftK • ^ f->Ux^f- 

/K 

50) 2- (3- (2 - (5-^f-;w-2- (4-^fJV^7y>-l-'f/l') 
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51) 2- (3- (2- (5 -^f"^- 2 - (fcf'J v>-2 -4*) 

5 52) 2 - (3 - (2 - (5 -^^-2- (ft7x>-2-^^) **->J-y 

53) 2- (3- (2- (5->f-^-2- (4-^^7U7x-Jl') * 
Z-y-V-fr- A - 4 )V) xRy) 7x-;Mf^f-t) gfc$? • ^;i/.x*f 

10 54) 2 - (3 - (2 - (5 -j*?-^- 2 ->?n^> 4 - 

xh^i/) 7xx;Mf^ft) gfc$ • ^ -f;i/X*-r >K 

55) 2- (3- (2- (5-^f-^-2-v^n7'Dtf;i/^^-9-y-;u-4 - 
^f;i/) x^y) 7x^;Mf;i^ft) 8fc$-^;i^7>T;K 

56) 2- (3- (2- (5-^^;l/-2- (4- (1, 2, 3-^TvTV- 
15 ;u-4-^;w) t^y-^f-fr- 4 - 4 )V) ouh^v) 7x-;Mf 

57) 2- (3- (2- (5 ->^^-2 - (4- (4 f-fl'- 1 , 2, 3- 
^7^77-^-5-^^) 7x-;U) **^7'-;W-4 -4 ;l0 x^v) 
7xx;Mf^ft) ^^W^f;K 

20 58) 2 - (3 - (2 - (5-**-*-2- (77>-2-^l/) **-9-V->U 
-4--f;U) x^y) 7xX)^fH^) SK^f^f;K 

59) 2- (3- (2- (5->f-;U-2- (H''Jy>-4-f;V) 
;i/-4-^;lz) JCj^v) 7 * frT*) • ^;l/J-7.-f;K 

60) 2- (3- (2- (5->f^-2-7x-;^^t7'-jl/-4-'f;i') 
25 Xf^y) 7x^;vn^v) t-7*f^X7fK 

61) 2- (3- (2- (5-^^-2- (e V v>-3 ->f;l/) **^V*- 
;i/-4-xf;u) x^y) 7xxjl/^f;l/ft) Bfc$ • * f^x7,f >K 
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62) 2 - (3 - (4 - (4->f^7x^) f7V-;V- 2 ->f;M h+y) 

63) 2- (3- (3- (e7x-^-4-^Mf + y) 7i-^) 7otf;U 
**) 

5 64) 2 - (3 - (3 - (4 - ^7x-Jl/) f7V'-;i'-2-^;M 

65) 2- (3- (tr7i-;P-4->f;l/^ h*v) 7xz;Mf^ft) ftK, 

66) 2- (3- (2- (5-^f;P-2-7x-^W-;l'-4->f;0 
iKv) 7x-)MfWi) gfs& 

10 67) 2 - (3 - (3 - (2 - (5 ~^fil'-2-7x-^^ty , -;i/-4- 

68) 2- (3- (2- (e7xrjl/-4-^;l<) x^y) 7x-JMfjVf 
*) 

69) 2- (4-^od-3 - (2- (5-^f;i'-2-7x-;i/t=lrt , /-;l/ 
15 -4-^;u) 7 

70) 2- (4-^on-3 - (4- (4-^f^7x-M f 77-^-2 - 
4 fr* h*v) 7x-;Mf^ft) ftK, 

71) 2- (3- (kT7i->U-4 h+v) -4-^nn7xxjMf 

20 72) 2 - (3 - ( (2 E) -3- (b*7ji-;i'-4 --f;W) 7n^-;U^-^v) 
7x-^^Wt) 

73) 2- (3- (3- (lf7x-;i/-4 --f;U) ^^y) 7x^Wf^ 

74) 2- (3- df7x^)i/-4-f;Mh#y) f'J v>- 5 -'Oi^-^u 

25 

75) 2- (3- (4' -7*ne;nf7x^;i/-4 ->f;u^ h^y) 7x^;U^ 
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76) 2- (3- (4- (tTU 7x = Wh^y) 7i-;i/;* 

77) 2- (3- (4- (k?Uv>-3--f A/) 7xr;MF^fv) 7i-;M 

ftgt 

5 78) 2 - (3 - (4 - ( 1, 3 -v>5j-*-*M^>-5-'f *) 7x^)M h 
+y) 7x-;MfH^) ftK, 

79) 2- (3- (4- (t' , Jy>-2-'f^) 7x-^n+y) 7^;i^ 

80) 2- (3- (4- (1, 3-y't+t^>f>-4-'fJi') 7i-;M h 
10 *v) 7x-^/^fW) 

81) 2- (3- (2-7x-Jl/f7V-;i'-4-'f;P^ h+y) 7x-)Mf 

ML 

82) 2- (3- (2- (5 - 2 - (4-^f^7x-;V) jj-^y- 
15 83) 2 - (3 - (2- (2 - 7xsW/-*-4-'f^) x^y) 7x 

84) 2- (3- (2- (2-7x-;HW7*-^-4-^^) x^-» 7 

85) 2- (3- (2- (5-^A--2- (1, 3 - v^+^-f 5 - 
20 -f/U) **-9-y-/U-4-'f/l') x^y) 7xx;MWt) ffc|& % 

86) 2- (3- (5-^f^-2-7x^tW-;l/-4->fJM h*v) 
7x-WfWi) 

87) 2- (3- (3- (5 ->f ^-2 - 7xx;i/t^tV-;i/-4 - ^l/) 
7*0^y) 7x^;Mf^ft) ftKx 

25 88) 2 - (3 - (2 - ( 5 - > f-A' - 2 - ( 2 f^7x-;V) ^^V*- 
;W-4-^;U) x^y) 7 x-A*.* 

89) 2- (3- (2- (5 -^f-JU- 2 - (3 -X f;V7xX^) **^>/_ 
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90) 2- (3- (2- (5 -^f-;U- 2 - (4->^v7x-;i/) **^V* 

91) 2- (3- (2- (5-^f^-2-7x-Wt/-^-4->f^) 
5 x^y) -5-?nD7xx;Mfm) ffclfc, 

92) 2- (3- (2- (5-^f^-2-7x-J^+t > /-;i/-4->fJl') 

93) 2- (3- (2- (5-^f^-2-7x-^t^ftV-;i/-4-^l') 

10 94) 2 - (3 - (2 - (5 -^f;i'-2-7x-;^^y'-;i/-4-'f;l') 
7o^y) 7x-WWt) 

95) 2- (3- (2- (5-^f^-2-7x-;^ny-;i/-4-^JV) 
xh^rv) 7x-;Mf;i/ft) 7'D/r/K • ± h <J »/Aig, 

96) 2- (3- (2- (5 -*f-A'-2- (4-xf^7x-M t^r^V- 
15 )\s-A-4)V) x^y) 7xXjMWt) gfc$> 

97) 2- (3- (2- (5 2- (4-7nt>7ix;v) 
-;i/-4-^f;i/) x^y) 7xxjMfWt) ftBk 

98) 2- (3- (2- (5-^f-^-2- ( 4 - 4 V 7*n fc>7 x * * 
•9-V*-;l/-4 ->f ;u) xh^fy) 7xx;MfWt) gfc$L 

20 99) 2 - (3 - (2 - (5-^fA'-2-7xx^f7y-^-4-'f^) x 
7xxjMf*fi) 

100) 2- (3- (2- (5-^-7-^-2- (4-7f^7xx;l/) 
;U-4_xf;p) xh^y) 7xXjV^Wt) 

101) 2- (3- (2- (5-xfjl/-2-7xXjl/t^y-^-4 — f a,) 
25 ih+y) 7xxWfm)ftK, 

102) 2- (3- (2- (5-^f-;U-2- (4-^>f^7xx;i/) **-frV 
4 — f x^y) 7xx;Mf;i/f^) gfcg^ 
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103) 2- (3- (2- (5-^;U-2-v*n^*v;u*i\r-9-y--;u-4- 
-OW) -xf*v) 7x-;i/*f-;Pf-*) gf=$, 

104) 2- (3- (2- (5-^^;U-2- (4- ( 2 - * f-^n fc: ;w) 7i 
5 105) 2- (3- (2- (5->f-^-2- (4-t-W7xiJl/) 

106) 2- (3- (2- (5->.^;U-2- (4->^D^y^7x3) * 

107) 2- (3- (5 2- (1, 3-vt^r/r/-5-^H 
10 t^tv'-;l'-4-'f;M h + y) 7xx;MfW) ftK, 

108) 2- (3- (5->^;u-2- (4-^vynt:>7x-)V) ^r^y- 
;l/ _ 4 -sou* 7x^)MWt) ft®, 

109) 2- (3- (2- (4-^f*-2-7x-^W/-*-5-'ffl/) 
x^v) 7x-;MWt) ftK> 

15 110) 2- (3- (2- (5 2- (3, 4-vV h*->7*-;U) * 
4r^y*-;U-4-^^) X^y) 7xX)Mf^f*) Bl$> 

111) 2 - (3 - (2 - (5->f-;W- 2 - (4 -*T)\>\ds<7 ¥>- \ -4 )V) 

4 --f;w) x^-» 7x-jmw*) 

112) 2- (3- (2- (5-^f-;U-2- (e 'J v>-2 -4/10 
20 ^—4 — f ^b4rv) 7x^;Mf;Vft) gf=$, 

113) 2- (3- (2- ( 5 -> f-;w- 2 - (ft7xV-2-^l') 
-;l/-4-^;i/) x^y) 7xXJMWt) gfe$, 

114) 2- (3- (2- (5-^f-;U-2- (4-y^W^7x^;i/) * 
*"9-v*-;i/-4 -4 ;u) x].#y) 7x^;m f-zuf-*) ftK, 

25 115) 2- (3- (2- (5-^f-;l/-2-v^n^>f-;ut^r-9-V-;u-4- 
>f;u) Xh^y) 7x^)MWt) ftfi£x 

116) 2- (3- (2- (5->f;i'-2-y^D7 , De;i/tW-;i'-4- 
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117) 2- (3- (2- (5-^f-;l/-2- (4- (1, 2, 3-f-7v7V- 
fr-A-jfr) 7x-;l/) */-;!/- 4 -4/10 x^v) 7ix;Mf 

5 118) 2- (3- (2- (5-^^-2- (4- 2, 3- 

f7v'T , /-;i/-5-^l') 7x-;l/) t**)-*/-^- 4 -4 fr) x^y) 

119) 2- (3- (2- (5 2- (77>-2--f;U) 
-4_^f;V) x^y) 7i-)MfWt) 8fc$, 
10 120) 2- (3- (2- (5-^^-2- (If 'J V >- 4 ->f ;U) 

;i/-4--f;v) x^y) 7xx;Mf;uft) BHJL 

121) 2- (3- (2- (5-^f^-2-7xXjVtHV*-;P-4-'f^) 
-Xh*v) 7x-;i/^ h*v) gfc&, 

122) 2- (3- (2- (5-*f-/U-2- <X*)V>-Z-<i*) ***tV- 
15 ;l/-4->f;U) xfJfy) 7xx;Mf;l/ft) gfciL 

123) 2- (3- (2- (5-^f^-2-7xx^/t#ty-^-4->fA/) 
x^y) 7xX)Mf^ft) - 2 - >f;l'7'DA , y|| . x-^;u.x*x;K 

124) 2- (3- (2- (5 2 -^i-***^-^- 4 -4*) 
x^y) ~7 3L-)V*^)V1-*) -2-^f;V7'n/0^ 

20 125) 2- (3 - (2- (5->f-^-2- (l, 3 -'^fr^MM >?>-5- 
**W-)V-A-4)V) x^y) 7xxwh + y) gfc$ • t-7* 

126) 2- (3- (2- (5 2- (l, 3 - V > - 5 - 

8 . it&mtK 
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1) 6- (3- (4- (4-^^^7i-;W) f7V-;i/-2-'f;M f+y) 

2) 4- (3- (4- (4-^f^7x-;V) f77-;V-2-^f;M f+y) 
7oi~;i/) 7* • ^;ujl*x;k 

5 3) 6- (2- (4- (4-^f;V7x-;l/) f7 7*-^-2 -'fJM h+y) 
7i-)P) ^t^-^f^i^f^K 

4) 2 - (5 - (e7x-)l'-4-'f;M h*v) -2 FD7x-)Mf;i/ 
f-*) ft® • **-*x*f-)K 

5) 2 - (3 - (H'7x-^- 4 ->f /M -4 l>n7x-JMf^ 
10 f-*) ft® • ^fJ^Xr;K 

6) 2- (3- (2- (5 2 - (4 - h 'J 7 ;w * cm ?■ ;u 7 

7) 2- (3- (2- (5 2- (4-7;i/^-n7jc^;w) **-9"V*- 
15 ;U-4-^f;i/) xhJry) 7x-;MfWt) ft® • ^f-ZI/XXf-JK 

8) 2- (3- (2- (5 -^f-^- 2 - (4-?nn7x-;i/) *^ty-A- 
-4->f;l/) x^y) 7x^;MfW^) ^^f;vxxfJK 

9) 2 - (3 - (2- (5-^f^-2-7xx;bt#tV-Jl/-4-^)l/) x 
h*v) 7x-^) - 2 -^f^yn/o^ • ^f-;t^*-f;K 

20 10) 2- (3- (2- 2 - (4--b07x-^) **-?-V*- 

;i/-4-^;W) xh^y) 7xx;Mf^ft) IK^f^xXfJK 

11) 2- (1- (3- (2- (5 2 - 7x-WW-^-4 - 
sffl,) xhdfy) 7jcx;U) xfA/ft) SS^f^f^ 

12) 2- (3- (2- (5-hV7J^D^f;l/-2-7xx;i/*^t^-;i/ 
25 -4-^^) xh+y) 7x^)MWt) S^-^f;i/x^fiK 

13) 2 - (3- (2- (5-^^-2- (2, 2-/7WD-1, 3-v 
t**)-^ >y>-5-4 )l<) * 4 -4 Jl>) x^y) 7xx;m 

242 



WO 99/46232 



PCT/JP99/01134 



14) 2- (3- (2- (5 -^f-;i/- 2 - (2, 3, 5, 6-xb?7;i/*n 
5 15) 2 - (3 - (2 - (5-^f^-2 - (3-^nn-4-^f^7x-;i/) 

16) 2- (3- (2- (5 2 - (4-h'J7;i/tD^h + v7xz 
10 .x^f-;!/, 

17) 2- (3- (2- (5 2- (3, 4, 5-h'J^h^y7i- 
**-*J-V-;w-4 -4*0 x^v) 7ix;MfW) S^S?-^^^ 

18) 2- (3- (2- (5 - (4-^Wt7xx^) 

15 v*-;u-4 -4 ;iO xh^rv) 7xxiv^wt) • ^f-;ui*-r;K 

19) 2- (3- (2- (5->^;u-2- (3-- bn-4-^f-;U7x^;w) 

20) 2- (3- (2- (5->^;U-2- (1, 3 -i^**^ >^>~5 - 
20 4*0 ***yv*-)V- 4 x^y) 7x-;l/) ^ • ^f;Vx^f;i/, 

21) 2- (3- (2- (5-^;U-2- (3, 4, 5-f'J^^v7xX 
flO ^^-9-V-;U- 4 --T^) Xh^y) 7iX]b) gfcgg . ^mf^ 

22) 2- (3- (2- (5 ->f-;u- 2 - (4-h'J7^tn> F^y7xx 
AO **^V-A—4-4A0 xf^y) 7iXjP) gfe$ . 

25 23) 2 - (3 - (2 - (5 -^f-;U-2- (2, 2-y7J^o-l, 3-v 
>y>-5 -4 )V) U-V-V-P-A -A AO x^y) 7xx)P) 
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24) 2- (3- (2- (5-^^-2- (4-PJ7^n^fW7x 

25) 2- (3- (2- (5 ->f-^- 2 - (4-v7;7x-^) ^^y- 
5 )V-4-<i)\,) xh^v) 7ix;i/>f;i/ft) • ^ f^x^f^K 

26) 2- (3- (2- (5-^f L ;i/-2- (4->^DA^y;i'7i^) * 
^r*9-y*-^-4 — f ^) x^y) 7ixjl/) ftS^f;i/x^f;K 

27) 2- (3- (2- (5 -^f-^- 2 - W5;7i-^) * 
^r^V-;i/-4 --f ;u) xKv) 7x-ii^) ftK • ^f-^i^-r^, 

10 28) 2 - (3 - (2 - (5 2 - (f t7x>-2->f^) 

-;l/-4-^f;U) xh^y) 7x-)l/) SK^f^xXf;K 

29) 2- (3- (2- (5 -^f-^-2 - (77>-2->f^) 

30) 2- (3- (2- (5 -^f-^-2 - (fcf'J v>-2-4*0 **^V*- 
15 A/- 4 '-4*0 xf^y) 7xx;|/) ffcgg • ^noL*T;K 

31) 2- (3- (2- (5-^f-^-2- (4-^f-^-l, 2, 3-^Ti? 
7V-Jl/-5-'f^) V-A'- 4 --OW) x^y) 7x-A0 gfcgg • 
^fJl'X^fJK 

32) 2- (3- (2- (5->f-^-2- (2, 3, 5, 6-f h77;^o 
20 -4-^f;i'7x-^) **^V-)\>-4 x^y) 7xx)l.) . 

**f-)l> x. 7, t;k 

33) 2- (3- (2- (5-^^;i/-2-v^n/\i|fv;i/^4r^V , -;i/-4 - 
✓OP) x^y) 7xxji/) ffcgg . ^^;i/jn.7.r;w, 

34) 2- (3- (2- (5 ->^;i/-2 -v*n^>^;i/**^y*-;u-4 - 
25 4*0 x^y) 7xx^) . ^f;i/x^f ;K 

35) 2- (3- (2- (5-^^-2- (fc? V v>>- 3 -4 AO 
;l/-4->f;l/) i^y) 7x-jl/) ^-^f)l/xkf;K 
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36) 2- (3- (2- (5 2 - (If V 4 -4 )l<) 

37) 2- (3- (2- (5 2 - (4 W£*J*J >- 1 ->f/P) 

f7V-^-4-'f;V) X^y) 7i-Jl') gfc$ • *?-;|/X*f >K 
5 38) 2 - (3 - (2 - (5 -^f-^- 2 - W7i-M 

39) 2- (3- (2- ( 5 - ^ f ;V - 2 - y ^ n 7*n ^l/t^rtV-^ - 4 - 
4;w) x^y) 7x-;u) ftS • ^^;i/x^r;K 

40) 2- (3- (2- (5-*f-;i/-2- (*7'J >-2->f )U) 
10 ;w-4--f;W xh^fy) 7 gfcgg • ^;wj.*t-;k 

41) 6 - (3 - (4 - (4 -^^;U7jc-;U) f7v*-;v- 2 --f h*v) 
7x-;u) 

42) 4- (3- (4- (4->f^7x-;P) f-77*-^- 2 h*V) 
7i-;U) 7*?>$, 

15 43) 6- (2 - (4 - (4-^f^7xXjV) f7V*-JV-2 — ()V*Y*i/) 

44) 2- (5- (fcf7x-;w-4 — f h*v) - 2 h n7^-;b^ f- 

wm. 

45) 2- (3- (e7ix;i/-4-/f;MF^ry) -4-x |>07xx;Mf 

20 wm. 

46) 2- (3- (2- (5 -^f-;u- 2 - (4 - h 'J 7;^n^f ;V7xx;v) 
t^t'/-/l/-4-^) x^y) 7xx;Mf^f^) R-Bfc, 

47) 2- (3- (2- (5 2 - (4-7)^D7x^) **^y* 

4 ->f;U) x^y) 7xz;^fjl/ft) gfc®, 
25 48) 2 - (3 - (2 - (5 -^f"^- 2 - (4-?OD7x^) 

;j / _4_^; l/ ) iJs^V) 7x - ;V /plf-;l/f-t) g£$, 

49) 2- (3- (2- ( 5 - ^f 2 - 7xx^t^tV'-^ - 4 - 'f Jl/) 
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50) 2- (3- (2- (5 2- (4--h07x-» *3r^V- 

51) 2- (1- (3- (2- (5-^^^-2-7jL-;Ut^-9-V*-^-4 - 
5 -f;l/) i^y) 7x-;P) xf-;Pf-^) 

52) 2- (3- (2- (5-hV7fl/*D>f*-2-7ii^*W-* 

A,) x^i/) 7xx;Mf;i/ft) 

53) 2- (3- (2- (5-^f-^-2- (2, 2-V7*tn-l, 3-v 
**-*M >^>-5 ->f flO ***tV-)V-4-4fr) x^y) 7 

10 ft®, 

54) 2- (3- (2- (5-^f-^-2- (2, 3, 5, 6-f l-77;i/tn 
-4-^W7xxjp) t^rt7-;i/-4 --f ;w) x^y) 7i-)Mf)P 

**) m* 

55) 2- (3- (2- (5 -^f-JU- 2 - (3 -9 nn- 4 ?-;U7 jc^;1/) 

56) 2- (3- (2- (5-P»f-;W-2- (4 — 7^tO> K'>7xx 

*4r*y-/p-4-'{A') xh*v) 7x-;wp^;u^*) 

57) 2- (3- (2- (5-^f-^-2- (3, 4, 5-MJ^h+v7x- 
>W t^W-fr- A-4 )U) x^y) 7xXjMfJI/ft) ftK, 

20 58) 2 - (3 - (2 - (5 -^f-^- 2 - (4-^fW7x-^) 
V*-;i/-4 --Y;W) xf^y) 7xz;^fW) 

59) 2- (3- (2- (5 -^f-;U- 2 - (3-x^o-4-^f^7xx;V) 
**-9-y*-;U-4 -'00 x^y) 7xx;Mf^ft) 

60) 2- (3- (2- (5 -^f-;U- 2 - (1, >y>-5 - 
25 **4tV-)V-4->{ )V) Xh^rv) 7xX^) gfc$ % 

61) 2- (3- (2- (5 -^f-JU- 2 - (3, 4, 5-F^Kv7xx 
A') **"9-y-jU-4->f JU) X^y) 7i-;U) 

246 



WO 99/46232 



PCT/JP99/01134 



62) 2- (3- (2- (5-^^)1- 2 - (4 - F V7^n^ b#y7x- 

63) 2- (3- (2- (5 2 - (2, 2 - v7;i/*n- l , 3 - V 

***t4yyy -*>-4)\>) **-9-v*-;p-4 -4*) xh*v) 7x-;v) 

5 ft®, 

64) 2- (3- (2- (5-^^^-2- (4-b'J7^n^f W7x 

**-tf-V-;i/-4 -4 ;u) x^y) 7 i-;^-^?-*) gf=$, 

65) 2- (3- (2- (5-**fr-2- (4-y7;7x-;P) 

10 66) 2 - (3 - (2 - (5 -^f-^-2- (4-y^DA^y^7x-)P) * 

67) 2- (3- (2- (5 -^f"^- 2 - 77x-^) * 
^r^7*-;P-4 --f;U) xh^rv) 7x-^) Wf&L, 

68) 2- (3- (2- (5-^f-^-2- (f*7x 2 -4 )l>) ***t*/ 
15 -;i/-4 -^;i/) xh^v) 7x-;i/) ft®, 

69) 2- (3- (2- (5-^^^-2- (77>-2-^;U) ^^^V*-^ 
-1-4 )V) i)«+v) 7x-;u) ft®, 

70) 2- (3- (2- (5-^f-^-2- (tf V v>- 2 -4 ^) fr***/- 
;i/-4-xf;p) x^y) 7x^) gf-gt 

20 71) 2 - (3 - (2 - ( 5 2 - (4 1 , 2, 3-f7y 
77-*-5->fA') **-9- % /-^-4->f x^y) 7x-^) g^^> 

72) 2- (3- (2- (5-^-^-2- (2, 3, 5, 6-rF77i^o 
-4 ->f-;W7x-;u) ***yv-)\<-A-4 fr) xf^y) 7x-;w) gfcg^ 

73) 2- (3- (2- (5 - ^fJl/- 2 - y^ DA^ y ;i/t^t7-Jl'- 4 - 
25 -f*) x^y) 7x-iH Wm. 

74) 2- (3- (2- (5-^^;W-2-v^D^^f-;U^-^-9-v*-;W-4 - 
^;U) X^y) 7xX)b) gj=® % 
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75) 2- (3- (2- (5 -*+A>-2- V 3 ->f JU) 
;i/-4->T;W) xK'» 7x-;U) 

76) 2- (3- (2- (5-P»f-^-2- (t: V v>- 4 ->f )V) t^V- 
;l/ _4_^;l / ) xh^y) 7i-)V) 

5 77) 2 - (3 - (2 - (5 -*f-*-2 - (4 ->tf-JHf^9^>- 1 A/) 

78) 2- (3- (2- (5 ->f-A>- 2 - (4-^Wt7i-^) **-9- 
V-;l/-4-^ A/) ih^y) 7x-;u) gj=gL 

79) 2- (3- (2- (5-^f-A— 2-y^oynt>t^ , /-;i'-4 - 
10 >f A/) 7x-;l/) 

80) 2- (3- (2- (5-^A>-2- t*^/- 
*-4->fA') ^h^r*» 7x-;k) R=&, 

81) 5- (3- (2- (5->fJV-2-7i-;i/t+t > /-;i'-4-^l') 
x^y) 7x-^) -2, 4-f77 1 iy>y^A 

15 82) 2 - (3 - (2 - (5 -^f-A^-2- (3- h 'j7Hn^ h+y7i- 
A/) tZ-V-^S-fr-A-J AO xh^pv) 7i-;i') ^.^fji/xxfiK 

83) 2- (3- (2- (5-^f-;i/-2- (2-f'j7;Vto> F^y7x- 

A/) **-*fv*-A/-4 -4 AO i^->) 7x-;w) ^^f^r^ 

84) 2- (3- (2- (4-^f/l'-2-7x-;VW/-^-5-'f;i') 

20 xh^fy) 71-^) ftH-^fraf;K 

85) 2- (3- (2- (5->f-A/-2- (3 - MJ7JVtD> Ky7x- 
A/) **-frV-A/-4 -4)l>) X^y) 7x-;i/) ftgg, 

86) 2- (3- (2- (5-^f-;U-2- (2 - Y 'J 7A/*CM ^y7zx 
AO *^V-;U-4-'f A/) X^y) 7x-Jl/) ftK, 

25 87) 2 - (3 - (2 - (4 f-IU- 2 -7xx^t^t7-^- 5 A*) 
x^-» 7x-;u) ft®, Sfcli*:fc&0gM*tt£, *fctt**ifeO*»» 
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Sequence Listing 
<110> 0N0 Pharmaceutical Co., Ltd. 

<120> Carboxylic acid derivatives and medicines containing the same as the active 
ingredient 

<130> ONF-2923PCT 

<150> JP 10-058444 
<151> 1998-03-10 
<150> JP 10-087560 
<151> 1998-03-31 

<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 
1 5 

<210> 3 
<21l> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
1 5 
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